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^-v: 1/ 



im^m 1 1 -*s* ( i ) 




Ci-C6T;V3^yI, AO^y C i - C 6 T^n^viMX i 
-C 6 T/Mr;!'*-*^* ^/£&i^fcM^£*L£&T®m$*LTV»T& iV>7x 
-;Hg?£3FU R2(i. tR^M^ ^ny«> Ci-c 6 m;^ Ci 

Ci-C6 7WXJV«i, Xl±> S-NR 5 r 6 r5 

c 1 -c 6 r;i^;vs> C3-C7v^D7^;vi, Ci-C6 7^;i/-* 

= C 1 - C 6 7;V3^ v-* C 1 — C g 7 

)V*)V7,)V*-)V^ Xti> ^n$*>|RTs Ci-C67Wi, ^uYJC 
1 - C 6 7^^;^. C 1 - C 6 7;V3^ryiMAny; C 1 -C 6 T)Vn* 

v*«t ^j&hmfrhm^ft&^w&iZfrx^x^ x^c 7 -c 1 277^ 

;^S> ^>vM;v*£/]rn ) £tfU Qti\ CH. Xf£> S^^^^ 

U R 3 li. 7K#M^-> Ci-C 6 7W^ 7^./&£/5U R 4 i* 

, -#b£ (II). 
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R 7 R 8 




(H) 



^ Xit, -IB&Z (III) > 
[tt3] 




(HI) 



m=¥; C i -C 6 T)\<*)V^ i-NR 1 0 r 1 1 r 1 O^yfR llfj 

> [wi-X^^^ot, 7kmm^ Ci-C6T;^;H, Ci-c 6 tw 

C i - C 6 7^*^^*-^it*^to ) R 9 li, 7KStJK?\ XJ*. 

Ci-C6 7;^;vi*/TU R i 2 tK^M^ c 1 -c 6 ^ 
nyyci-c 6 r^;vi> I-nr 1 or 1 1 r 1 o&^r 1 i{± 

> fcmm^, Ci-C6 7M;VS, Ci-C 6 7;W 

C 1 -C 6 7^n+y-*A"K-^ 3gL<{* 
C!-C6 7;^M;^-;vi^to ) £^to ] -C^$*l& fcf 9 V-^it 
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[0 0 0 1] 

#3£9§t±> P3 8 MAP *i—Vm.mftmX.V t *iMZ&'3 <«*ifc*M YJj4 
I» (TNF-a) W>^-D^f^r> (IL-1, IL-6, IL-8 

% m&smv-'f h # j ><Dm$Lmmmzmi-2>, mm ■ mm • t(tifei©w 

[0 0 0 2] 

[t£fc<o&#] 

t^^^tn^f Kl^il (NSAID) (±. *OtfUB18#tf>«b Pr*»fc 

% (DMARD) *^5feLTWl6*a6S**l&»'tStCEioTV^v>o — ^ 

WTNF-« tilt TO 1 ; ^^t'iSV^-C^^^L-risO, 

h # ^ ^j^WJ^jft 1 ; ->"7fIfO^*-XAt LT#£ Lv^SrM^LT 

v»a 0 Sfcfc, IL-1, IL-6, I L-8^0t>f h*^f>i:ov>T^S 

^n-^t LT^n-^^StLfcP 3 8 MA P tftt^ £*L£><Z>3fcSte"9- 
„ P 3 8MAP*-*---tflfi$fcJ:*ifcfi^M >*^>»U^J}i> 
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35 K&titzik&w<Dm$&**m ttix^Zo 

[0 0 0 3] 

W09 8/5 2 9 4 0 A<2r^TO# (H 7 0 5^-82 II) 
[0 0 0 4] 

[»W^*«fe t i ? i: -T 3 ISMS] 
[0 0 0 5] 

[»« £ mm- %>tz*b<D 

"t 1, 6-yt Kn-6 - ttVt" 1 ) fy>- 3 --f 
1, 2, 4]bV7'/n[4, 3 - b] \£V W>- 6 -4 Mijfo-I^e? 

[0 0 0 6] 

(i) 

[0 0 0 7] 



[ft 4] 
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5/ 



[0 0 0 8] 

[5£f> Rlli, Anyvl^ Ci-C 6 TWi> Any/Ci-C6T 
C i -C 6 7;V3^yi, ^ny; C i -C 6 T^3**>iRn f C i 

~;v«£?fU R2(i, Any>i^ Ci-C 6 m^i, Ci 

Ci-c 6 7^;^;^^i, Xte. S-nr5r6(S^ r 5 
RXFRtit, R-Xlifflll4ot, 7kf5fJET\ Ci-C 6 7;v^ ^ny; 
C1-C67W*, C 3-C 7 y^nr;V^;vS> Ci-C67W-A 

c i -C 6 7;v3^v-*;i^f- /Hik Ci-Cg7 

i -c 6 ra^/Hk c i -c 6 7;v3^->is^^ny; c i -c 6 T)vu* 

zs&ZVj&&mfrbM]fcZtL2>&X~W&ZtlX^-Ck 7 -C i 2 77^ 

XI*. ^vy'-Oi^^-To ) Q{±> CH, Xii. MStlH 1 ^ 

U R3(i, frmW^ Ci-C 6 7^iVi, Xtis 7^7^&^U R 4 ii 
> ( I I ) > 

[0 0 0 9] 

[ft 5] 

R 7 R 8 




\ 



R 



[0 0 10] 

Xit, (III) 
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[OOlD 
[ft 61 




N 



r 

R 12 



[0 0 12] 

WT* Ci-c 6 r;wi, i-NRi o R i i R i o^-ri i& 

. |WI-X(±*B#l&oT> tX^^, Ci-C 6 TWi, Ci-C 6 7W 

Ci-C67;^^y-*^t-;vi, £L<J± 

C i - C 6 T^^fc^U R 1 2 tKSIE^ C i -C 6 Trt^VS, " 

uyyci -c 6 t;v^;u*. I-nr i o r i i (g^, r i o&^r i i »± 

, IWl-X(i^^o-r> tMUE^ C r C 6 7^VS, C r C 6 7iW 
Ci-C6 7;^^^*^^i^^to ) £^1~o ] T?^£*L&t?7 V*-;V# 
[0 0 13] 

6 t;i/^;v^ct) r^nyyTO . ;Nuy;Ci-C 6 7Ji'n^yio [V^n^ 
JR^ R 6 lC:mt&C 7-C i 2 7 9^^*31^ W-f^*Olt 
&^£LTO P^nr^^-J . ^n^y C i -C 6 r^^^lfeo l>*n$V*|S 
7>J > AO^Ci-C 6 7^^>i^) r^ny/^J ;Rl 2 ^1"^n 
$V C i -C 6 T)\s*)\sm<D [^uyyUfr] V>-f*Lfc|B|— <DHgte*&'t2> 
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[0 0 14] 

R 1 <7)^i--7^-;vScog^h LTO rc i -C 6 T^^SJ s ^nyy 
Ci-C67Wio rc i-c 6 T;v*;v^£itfhJ > Ci-C6r;vw 

rCi-C6T^WJ ;R2<7)^f rCi-C6T;^^SJ > C 

r c 6 7Wfti^ rci-c 6 T;^^i^J , C1-C6TW 
x^7x^» rc i-c 6 r;v^r;^^J . Ci-c 6 m^^t- 

rCi-C6 7^«^J ; R 2 K&V^-C. R5, R 6 TC 1 

-C6T;v*;v^j > ^n^/Ci-C6 7;H;vi<7) rc 1 -c e t;v^;« 
§B53\J > Ci-C6 7;^^-*^;vio rci-C6 7;v^v*MJ ^ 
Ci-C6 7;^;vx^-;vio rci-C6 7;v^;HM > C7-C1 

2 T^^^r^^^^VM^coSm*^ Lt© rc 1 -C 6 T;V^^*J > 

^ny;ci-C6 7Wi<7) rc 1 -c 6 T;v^r ;^^J ;R3ogf, 
rc 1 -c 6 r;v^;HIJ ; r rc 1 -c 6 t;v^;v*J ;r 8 <^1" 

rc 1 - c 6 r;v^r;v*J ; R 8 £0* R 1 2 ^isv^T, r 1 0 , R 1 1 o^-T r 

c 1 - c 6 r/i^/HfeJ ^ c 1 - c 6 r^^-*^#-^*o rc 1 -c 6 t 

/U*/u||ffl5$hl „ Ci-C6 7WX;Kt-;H« rc 1 - C 6 Tfr*fr&M 

55\l ; R 9 rc 1 - c 6 t;v^;v^j ; r 1 2 rc 1 - c 6 7 

;v^;i/^J N Any;Ci-C6 7WiO rc 1 -C 6 T^^-^aWK^Ii, 

v^-ftt^ra— <D±m*G~f2>c i-c 6 7;i/^;vi?:MU ^<o«fc?&c 1 - 

C67wstuii, en*.^ <tvfu 

^fv7f;H, s-7^;i^ t--/^;^> 
^ y^>f;vS, **s<>?-)vm, t-^y^)vm, 1 -J^-fr??-)^, 

l -^/w^f-;^ 2 3-*?-/w*>f-A'* 
„ l -xf-^yfji/SXti 2 -xfji/^f^io «t o tem&VSg t < te55«£o 
C 1 - C 6 T)V*)Vm*mif 2> Z L < C 1 - C 4 T;V^r^ 

mU^2 003-3089766 



002-279385 



^-v : 8/ 



[0 0 15] 

R 1 0^t7x^;H0fMJ: LTO |~^n^V C 1 - C 6 T;v^;v*J ; 
R2tci3V^T, R5, R6^f, hnyy C 1 - C 6 T^^iJ > C7- 
C i 2 T7;v^;v»£^>vM;v*c7)tt^i: lto r^nyy c 1 -c 5 T 
)is*)vm ;Ri2<7)^t r^nyyci-C6 7;K;HJ fi, v>-f *l&|S|— 
(DUM^-t^ ^nyyCi-C 6 7WiJ &;§:*U -eoi^ft l~^n 
y;Ci-C6 7;v^;viJ tltii, 7;v;*n^;i^ ^no^^- 

yrnt^f^i, ya-K^fA'*, F'J7;vtn^f;H, HJ^nn 
1 -7;w^-n 2 -y)VHru^)V^ 2-^nnxf;vi 

. 2-^n^jcf-;u^ 2, 2-y7Jktnxf;H, 2, 2, 2-H;"7;U* 
nxf^S, ^>^7;vtnxf;vS, 2, 2, 2, 2 

-Hj^nnxf^i, l-7;i/tn7 , nt:>S > 2-7^07*0^, 3 
— 7^*nyn^i, 3, 3, 3-PJ7;vtn7nii;vi, ;\*-7^n7 
nn'^i, 1 -7)Vj-uj?-)VJL^)V^ 1 -v"7;i/^-n^^;i/jx^;i/^ 1- 
F'J7^n^f^xf;^ 1 --7;v^-n- 1 - ;vxf ^ 4-y)l>ir 
n7f;vi, /N 0 -"7;v*n:/^;i/3^ 5 -*7;v^-n«^>^-;v^ /■s—yfrjrus* 
6 -7^tnA^y;i/iXI±A- "T^l/^n^s^f *y)V^<D J: 7 ^buIBO 
7Nny>il^ 1 Z{i2J^_L@mL7 t citrfB<7) l~C 1 - C 6 T)V*)vm *mf%> 

1^ y^^tn^fjvl, h >J -7;V^n^^;l/^ N 2 -7;^oxf;HX(i 2 
, 2, 2-b 1 J7;Vtnxf;HT^^ #^iL<(^ f'j7;Vtn>f;V 
^X<*2, 2, 2-b'j7;Vtnxf;Ht^^ 0 
[0 0 16] 

Rl©gt7xx^i0f^tlt(0 rC 1 -C 6 7;V3^yIJ , s^U? 
^ C 1 - C 6 7;i/3 JryS<7) [C 1 - C 6 7;V3 + vi^J ;R2^f, T 
C 1 -C 6 T;Vn*i^J ;R2^i3V^T, R5, R6©^ Ci-Cg7;V 
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34rv-*;wf-;H(0 rc i -C 6 T^a^S/SMW . C 7 -Ci2T7i^ 
^*atT^>y>f ;v-Sofi&*£ LTO rCi-C6T;i/3^ry*J > ^nyy 
Ci-C6W*">*« rCi-C 6 7;V3^ySm ; rS^'R 1 2 
&V>T, Rl0 > Rllo^ Ci-C6T^3*V-*M-^iO TC i 

-C 6 T^3^r»J ^-ftLfera— rci-c 6 T;vn3r 

v*J fc^RfcU ^i^j: rc i - C 6 T^n^gJ tttli, fflx.tf, 

h^yS, s-^f^yi, t-rb^J, ^>^;v**v^ -fv^^v 
t^yi, ^^>fH^y|, t-^>^*^r->*^ l-^f;v^h^y 
A^y^t^fyi, i - ^f ;^>W^yS, 2 - * 

jffKli, C i-C4T;V3^vi^i3, IWiKl^ * 

[0 0 17] 

R 1 (7)^f7xx;v£(;ftli: LTCO \/suf; C i - C 6 T;V3^yiJ 
;R2t-43^T, R5, R 6©gtC 7-C i 2 7 9^*^*31^^'/^^ 
OfMtLt^ hny/Ci-C6 7JV3*VSJ t± x v^-ftt R— 
%mir& ^0^0 1- 0 6 7^3^^] &*i$|cU -toi^a T^nyy 
C l -C 6 7;v=r*->3feJ l±> 0flx.i*, 7;vtn^>^yi > ^na^Kvi 
> yn^^V^r^^ 3-K^b*v&. ^7;vtn^f^yS, y^nn^ 
^fyl, ^n^^f^yi, fij7;vtn^^yi, 
h'^nn^f^fyi, i-7;vtnx^yi, 2-7;Vtax^yS, 2 
, 2, 2-HJ7WoxKyi, ;t-7^tni>^yS, 2-^nnxf 
Jryl, 3-7Hn7*D^yi> 3, 3, 3-b'J7^C7*n^yi, 
/N-7;vtD7 p n^yi > 4 -y)VH-ufy^i/m, /t-7^n7h*->* 

ia^Nny^^ixti2j^±mmt^mia^ rc i-c6 7^^>u * 
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JKli, 7^tn^>^yS, ^7;vtn^ h^vSXlih V7;i/tn^ f^r 
[0 0 18] 

R i ^t7x-;v£^f Lt«o rci-c 6 T;vwtiJ ;R 2 

rc i -c 6 T)v^)v^tm t±> v--rtt^iHi-o^*^i-^ rci- 

C 6 T;v*;vf ^J:?^ rc i -C 6 T)\s*)V*f-*m\ tLX 

$jx.t^ -7°u\£)V1-*^ ^y7nt°;vft 

\-**f-fr-7*j-fr*f-*^ l -^^w^f ;vf:*^ 2 

l-^)vy'^-)V^-^rm 

3l(i2-xf;V7Wti^J;9 ^itlll^L < ii«WC i -C 6 T;v* 

;vf-*^£W&£<t^-e£, SJ£L<fi, Ci-c 4 r;v^wit^i), 

[0 0 19] 

R 1 <Dmir7x.-^&<Dm&&t LXlt, 04L<(±, ^nr^JlTs C i - 
C4 7^;vi, 7WnCi-C4TWi> C i - C 4 T;vn^ "7 
;^nc i -C 4 r;v3^v^x«i^f^f MHl<(^ 7? 

fUMiK &3tJiIl\ HStMi\ ^f;v*> xf)Vi> ^fv7nfc>i, :7<7;v* 
n^;v^ h i; -7;u^n^^-;v^ 2 -T^v^n^f;^ 2, 2, 2 - b V 
7;^nxfjv|, ^b*v^ xf^vl, ^fy7n>H^y*> 7^tn^ 1> 

31, h i ; 7;^^n^^;i/^ N ^f^fyl, -7;v*nM b ^ vT^v^n^ b 
[0 0 2 0] 
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-CabO. 0^ L<tt. 17Sm3X~&t), m~tttL<t*. lM2t$)^o 
[0 0 2 1] 

Rl{± N ^flqftK. l<(±, 7x^)H, 2-7Wn7x^*, 3- 
7Jl/tD7x^;H > 4-7;Vtn7xr.M, 3, 4-y7J^07x-JV| 
> 2, 4-77^071-^1, 3, 5-v7^tn7x-JVS, 2, 5-v 
7jVtn7x;jvS, 2, 3, 4-b'j7Wn7j-;vi, 3, 4, 5 - b V 
7WD7x-;H, 2, 3, 5-HJ7Wn7x^;vi, 2, 4, 5-M; 
7WH7x-;H, 2-?nn7x-)H, 3-;nn7x-;H, 4-^n 
n7x-^I, 3, 4-y^DD7x-)H, 2, 4-7^0 7x^1, 3 
, 5-y^nn7x-;vS, 2, 5-y^no7x-jH, 2, 3, 4 - h V ? 
007x^1, 3, 4, 5-h'J^nn7x-;vi, 2, 3, 
7x-iVS, 2, 4, 5-MJ?nn7x-;H, 2 -7'n^7x-;H, 3- 
7n^7x-;vi, 4-7 , Dt7x-;H, 3, 4-v7 , n^7x^;H > 2, 
4-y*7D^7x^;H, 3, 5-77ti ; e7xx;H > 2-7Dn-3-7;V 
tn7x^;H, 3-^nn-2-7Wn7xxjH, 2 n n - 4 - 7;v 
tn7x-)H, 4-^on-2-7;vtn7x^vi, 3 -?nn-4 -7;^ 
tD7x-;vi, 4-7on-3-7Wn7x-;H, 3 nn- 5 -7;^ 
tn7x-;i/i > 5-^nn-3-7Wn7x-;vi, 4-7*n^-3-7^ 
tn7x^jv|, 3-7n^-4-7^tD7x-;vi, 3-7;v^-n-4-3 
-K7x-;vi, 3-7n^-4-7DD7x^H, 4-7n^-3-^nn 
7i-^|, 2-7;^n^fjV7x-;i/i, 3-7JVtn^f;v7x^;H, 
4-7JVtn^f^7x-jvi, 2-77;vtn^f;V7x-;vi, 3-^7;^ 
tn^fjV7x-;vi, 4-^7;vtn^fji/7x-;vi, 2->'J7;vto^ 
f;v7x^;vs, 3-h'J7;vtn^f;V7x-;i/i % 4->'j7;Hn^f 
7x;)H, 4-7Wn-3-f , J7Wn^f;v7x^;H, 3-7)V*u 
-4 - h l? 7;v^-n^^-;i/7 5 — 7/u*n — 3 - M 7;v^-n^f-;v 

7x-jvI, 2-7Wn-3-H)7;vin^f;V7x-;^ 4, 5-v7 
Wd-S-F^Wd^Wx^H, 3, 5-y'7^ta-4-f'J7 
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-7Mn-3-77JVtn^f;v7x^jH, 2-^f;V7x-;H, 3 
f*7xi*|, 4-^fiV7x-jVi, 2-^h^y7x-;H, 3-^b^ 
«>7x-;H, 4->h*v7x^vi, 2-^7;vtn^f^>7x-;i/i, 

3- y7Wnn^y7x^i, 4-v ! 7JVtn^h^y7x-;vi, 2- 
^;vft7x^)H, 3-^f;vft7x^;vS, 4-^Wt7x^i 
N 4-7;vta-3-^fJV7x^;H, 3-7Wa-4-^f ^7x-JV| 
, 4-7;vtn-3-^f^y7x^H > 3-7;vtn-4-^ h^y7x- 

[0 0 2 2] 

HK#F£L<te> 3-7;vtn7x-;i/i, 4-7;v*n-7^~ 

/Hk 3-^nn7x^i, 4-?DD7x-;i'S > 3, 4-y7Wn7x 
— 3-;nn-4-7Hn7xrjH, 4-^nn-3-7WD7x 
3, 4-y^nD7x-;H, 3-h'J7;vtn^f;P7x-;viXii 

4- -7;v^-n-3- M 7;i/*n^;i/-7^;i^-??ab*K #K#f£L<li. 3 
-7Wn7x-;v|, 4-7^tD7x-;vi, 3-^n7x-;vS, 4- 
^nn^^-;v^ 3, 4-v7il'tn7x;;H > 3, 4->^nD7x^ 
^Xti3 - h 'j 7Wn>f^7x-;vit|)S 0 

[0 0 2 3] 

R2^f rCi-C6 7;^;VX;V7^-;HJ £: LTf±, 01x.l;f, 

;vx;i/7^-^i, "7*f-;v^;v*7 <f ^v7f;v7x;V7^^;H, s-7* 
^v;*,^?^ — t-7f^;v7-<-;vi, jv^;v7 w — 

^-;v^, i -^^;v7*^;v^;v"7 AJfy;v7,;v7'f — l — * 

^>f;i/^;V7^;H> l -ji-?-;^^^^^^ w 2 —z-^-frfr 

)v*)V7 4 ~)i>m<v£i&femVi%L<tefrffl)t<DC i - c 6 t;v^;v^;u-7-< 
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o 

[0 0 2 4] 

<£>^1\ rci-c 6 7^x;v*^;i/ij ; R S^-tFR l 2 ^isv^T, Rl 

0, Rl l^f, rC i -C 6 T)VZr)V7.)V*=.)V^\ ft ftfc ISj— £)jt 

m*^ir2> rc i-c 6 7J^;^;v*i;HJ ^o«fc9^ TCi-C 

^36. 3 — >i?-JW*>?-/kx/U5fc— l -xf;vrf^^;v*- )^&Xit 2 
-jL^-)vy^-)V^)V^=.)vm<oi^)i£ L < f i ^fco Ci-C.6 7;^ 

[0 0 2 5] 

R2^f T^-NR5r6j tcfev^T, R5^.rfR6^"t l~C3-C 7 v 

fi, y^D^nt>it**-&o 
[0 0 2 6] 

R2^j3v^T. R 5 , R 6©^t TC 1 -C 6 T^4r^-*;V^-^3feJ ;R 

s^t^R 1 2 ^isv^T> Rio, Rii<o^ rc 1 -c 6 
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J ^i^^ rc i -C 6 7;^;v-*^^^SJ i: LT(i> tfOxJi" 

^KttMtoc i -C 6 T;v^r;v-^;v^-;v^«r^f*c:i:36 ? -e§. 
$EfSL<fcJ\ Ci-C47m-*^^*-e*D, WH<li, T-fe 

[0 0 2 7] 

R2^i3V^Ts R5 % R6^f, TC i -C 6 T;V3^->-^;v^-;^J 
; R Sjt^R 1 2 tc^V^T, RlO, I"C i - C 6 Tfr***s- 

ji)Vtf-)Vm\ f±> W*Lfc|B|— <D%m*^-$-%> rc i -C 6 T;v=r^v-*;v 
**~;l^J -e-coJ:9^ rc i -C 6 7^3^y-*^f-;HJ <h L"C 

)\,Jt-)V^ s-7b*y*H-^ t -y b^r->?57;v^— ^<>f-)V 
t^y^JV'f-^ /fv^>W^y*^iVi, ^*^>fjvt^y* 
t -^>f;vt^y*;v^^i, i-^f;v7f^y*;v^-;v 
^Xfi^^v^^^v^;v^-;V^(7)j;^^T^n^v^^^frfB<^ TC i -C 
6 7/W3*->2£J -C*&C i - C 6 7;^^y-*;wf-;vi^f ^ 

> ^f^y*;^f-;v*, jr-h^rv*;V5K-;v^X(i t -7h^y*^f-^S 
"??&<9> ^:JfiL<tt> ^h^y*;^;vit*^o 
[0 0 2 8] 

R2o^t T^-NR5r6j icisv^T, R5^R6^f r^nrvJKT- 
, Ci-C67WS, ad^;ci-C67;K;H, Ci-C 6 7;vn^r 
y3£5W>M3$V c i -C 6 7;V3^yIi 19 j£&ffr^$t^$*L&g-eg&$ 
ttTV^T*) iV^C 7 - C i 2 T^V^SJ (7) rc 7 - C 1 2 77^iJ 
UTti. -0nj^(^> 1-7x^1, 2-7i*?-/i'3fe. 1-7x 
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;v- 2 - 7x-;vxf^s, l -p< 1 -7x-^xf;vl, 1 -7x^ 

2-7x-;V7*f^i> 3-7x-;V7*f;H^ 4 -7x-JV7*f^ 
1, i-y^f;v-2-7x-;i/xf;i/i > l-^f;l/-2-7x-;vi > 

1- 7x^M>f;H, 2-7xx;i/^yf;H, 3-7x-M>f^S, 
4-7xxM>fjVl, 5 --7.x~;i^y^;i/^ l-7x-M^y;vJ, 

2- 7xx;VA^y;H, 3 - 7 oc~;V^\^r v;V^ 4-7x-;i/A^y;vi, 
5 -7xx;VAdry;^ 6-7x^A^fyjH, 1 — ?• 7 )U * 2 

— l -^-■7^;v^^;v*X(i2 - t 7f;Vif;H^J: ^ & 
T U -;HW7x-;HXi±t7f;Ht^ *) , r;i/* 1/ ^^SSI**^ 
L< lifr&tfsDC 7-C i 2 T?;i^;vg&^f& $fSb<(i. ^ 
l-?^*^-;^ 2 --7i^f-;v^X(i l 2 -7x-jv 

i^-^-e^i}. HKS?£L<f3\ l-7x^f;HXli2-7x 

[0 0 2 9] 

R2^f |~*-NR5r6j \z&^X, R 5^0?R 7-C i 2 T 

&0<VM3^V C i - C 6 T^n^r^fi, #f £ L< (i> ^n^>I^ C i - C 

4 7;v*;i^ 7Wnci-C4 7^;^ c i -c 4 r^n^v^ui? 

7)\>*U* b^rv^T^«9, MK£W3:L<{i> -7'y^JF^ M> 
[0 0 3 0] 

R2^t T*-NR5r6j t LT(i, 0£L<te> 7^^, C1-C4 
7;i^;vr^/&> 7^tnc 1 -C47;v^;v7</i, v^n-Zn tf;vr^ 
v^n^s4r'>;VT^ C i-C47^^^-*^*-;V7^yg, * 
;u^V7$/i, Ci-C4 7;V3^y-*^^7^is Ci-C47^ 
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7^nCi-C47WS, Ci-C47;V3^yiW7W 

nc 1 -c 4 7;v3^yii oj^*#^^StftL&lfe'C«ife$tLrv>-ct> iv^ 
>y>7^i, 1 -7x^f;i^7^ y^£L< tt^>vM;vr^ y*t?&*K 

[0 0 3 1] 

yxf^TUS^ >fv^ne*7 5/ i, f'J7;^n^f;i/7^yi 

> 2, 2, 2-b'J7;v^nxf^7^7i, y^n7 p D^V7^7i> 

;V7 5 7i, T-fe^VT^y^, > h^y*;i/*^;i/7^S, jr. h ^v^l/** 
-;V7 5 7i, t-7 , f^ry*^-;v7 5 7i, ^f;^JV*^;V7 5 7i N 

b^ryi, h V y;v*ny ^l^Xiiv^l^ny I* vS-ca^2*vCV>-C i> 
i^yy>757l, 1 - 7 x ^ f ;v 7 < y ig t < li^ > y 'f ^ 7 ^ 7 S t 

HKX L< li> r^y*. j*7-^T<ym, vy^-A-r^y^ ^ 

^•;i/T^y^ ^vynt>7 5/ I, 2, 2, 2 - h V 7)V^ru^)VT^ S 
^ t°;vr^ y*. T-fef-;vT ^ y 31, ^ h^y*;^*-;v75 7« 

, ^W;v*^i/7 5 7i, "Ov^vr^yX, 4 -7;v^n^>v;^T^ / 
1 -■7i*^;V'T^ 7 8, 1- (4-7Wn7x^) J^^T^y^X 
ti^O-VM^T^y^&v, #^$ff L<(±> T^y^> y^T^y*. T 

W7 5 7I, 1 -7x^f;v75 y^Xfi-^^V-r ;V7 5 7*f$>So 

[0 0 3 2] 

R 2 t tti±, ft t L < {±s tK*J!1T-x Aoy>f^ c 1 - c 4 r/Mf >vai 

> C 1 -C 4 7;V3^r->i> Ci-C4 7A-Wti, C 1 - C 4 T^*;^ 

^7xi^s, c 1 -c 4 t;v^p;v^;v5}>— ;v3fe, r^y^> 01-047^ 

;l/T^y*, 7WnC i -C 4 7^*^75 n -fu tf ;VT ^ y 

y^DA^yjV7^7i, Ci-C47^^;v-*^f-;v7 5 7i, 

T<y*, Ci-C4 7JV3^y-*;i/**-;V7^7i, Ci-C4 7;^^ 
;v*^;VT<y^ X<±, 7x-jV|W^nr7j| : F, C 1 -C 4 T/i'^r/l' 
S> 7WDCi-C 4 7^;H, Ci-C47;V3^ySM'7;vtaCi 
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[0 0 3 3] 

ic^uit tKHHc?-, 7 7i«^ aawK * 

;V7 5/ I, f'J7;vtn^f;v7?yi, 2, 2, 2->'J7;i'inxf;v7 
i/^n7nt:>7<7i, *;v5^7^S, 7-fef;V7^i, y h 
^y^;V^;i/7?yi > xf^y*;^f^7 5yis ^f;«;^-^7 5 

6 yh*v*> b y 7JVtn^fjHM^7^n^ h i9J&£i^ 

b^rvi, 75 7i, /f;V7 5/i, v7f;V75;i, xf;V7Ui, 

7 7*0^7 5/1, 2, 2, 2-h']7;VtDxW^i, vtU^uM 
;V7^^ 7^f;V7 5 7S, ^F^v*^'x;v7^i, y 

;V7 5 7S> 4-7;i/tD^yy>7 5/ i, 1 -7i^W 5 /3£X,»±"*> 
^;l/757i-e*f), «fKff*L<tt, tMRIH^ 7 5 71, / 
„ xf;i/7 5 7S, 4 7 7°nh>7 5 7S, 2, 2, 2-hV7^tnxW 
7W7 5 7i, /f^y*^x;V75 7S > 1-7x^75 
7 *XI±^ > V-f ;l/7 5 7 -5. o 

[0 0 3 4] 

[0 0 3 5] 

R3{+, 0£L<«, 7jc*j^^ Ci-C47M^IXii757lt^^ 

It:ffJi<ii, TkHf^ y^^xter^/s-e&i^ L<t±, Tic 

[0 0 3 6] 
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[0 0 3 7] 

RS^tFRl n-NRl 0 R 1 lj tuit £?f L<(4. 7^7 

Ci-C4 7;v+^7Ui, 7;VtnCi~C4 7W7^i, Cj 

-C4T;vdr;u-*^**-^T^ )vr< sm, C i -C 4 T;vn^ 

v-#;v**-;i,t^ /^3ZJ4C 1 - c 4 t;v^;v^;v^^;vt^ ;mx&t), H 
K#f t L< f4. 75yi, ^f;i/7 5/S, vV^T^ xf;i/7^S 
, ^V^nt>7^/i> 2, 2, 2-F'J7;Vtnxf^7^i, r-fef-fl' 

tftKftt L<t4. 7^/». ^f;V7 5 7l, y^f;V7^I, 7*f^7 5 

[0 0 3 8] 

R8tLt(±, #;£L<{4. tKSIJI^ Ci-C 4 7Wi, 7^7*. C 

!-C4 7;v^;v75ys, c 1 -c^T)v^-)V-ij)V^=.)vr ^ 

^7 5/ i, C 1 -C 4 7^3^'>-*;^-;>7^ /^3U4C 1 -C 4 T)ls* 
;^;u*-;v7 5/I-e^»), m^*£L<i4. Tfcifl^ x-T-frm 

, 7<ym, ^w^yi, v^^;v7^/^ xf;vr5/i> ^f^7 

r^y*. ^f;v7^/i, y7W5ys v *iv<;v7^i> r-tf- 
. #tc$ftL<i4, 7K*ir,^> r^sm, *?-)i>T%jmx\z*j*i- 

[0 0 3 9] 



ffifE# 2003-3089766 



#M| 002-279385 



19/ 



[0 0 4 0] 

r C4 7Wi, 75 y*. 0 1- 047^75^1, Ci~C4T;V 

^-^;i/^-jV7^;i, *;v^^7^y^ c i -c 4 r;i-3^v-*;v** 

^;V7 5 /SXfiC i -C 4 T^^r^^^^-^T 5 y *) > H^tf* t < 
ii, tMKJKTn y^H> f'j7;vtn^;vi, 2, 2, 2 — MJ 

y*> vJcf-;vr5yL y^ntf^r^ *;H;V7 5/S, r-fc^;v 
75 71, /h^y^;v^iV7 5yi, jr.h^v^;v?Kr.;i/7 5 y-?yv 
x;v*-;V7 5yi, j.^-;i/^;v^^;P7 5y&-tr^>i9. J: L < fi. 
tR^HTs HJ7^n^f;vi, 7 5/1, ^W5/i, 

f;V7 5/S, *;V5;l/7 5yl, 7-bf;V7 5 7i, ^b^y*W^75 
IXii^f^;v*-;i'7 5/ *t^^ #^^ftL<i±, y^;v& 

o 

[0 0 4 1] 

R4 t LXii, ftt L<ti, 1, 6-vt Kn-6-t^VtfV^v>-3- 
1, 6 - y t K d - 4 - ^ f ^ - 6 - 1 ^ V t? ' ) / ^ > - 3 - 
4-j-^-;v-1, 6 - y t K n - 6 - 1 V li" 'J f y > - 3 - ^vS, 1, 6- 

Kn-5-^f^-6-t^yvfu ^v>-3--f;v^ 1, 

6-yt KD-6-t^ve'jr/V-3-^ 5-757-1, 6->^ 

Kn-6-*^Vt 0i ;^v>-3-^;V*, 1, 6-vtKn-5-/W5 

y-6-**y t?'; ^/>-3 --f^ft. 5-v/W5;-i, 6-v^K 

u-&-**y\£i) ^v>-3--f;H. 5-xW57-l, 
-e-^^rVtf^yyy-S-^r;^ 5-yxf;V75 7-l, 6-v^Kn 
^^y-3-^;v*> i, 6-ytKn-5-^77'nt>7 
5 7-6-t^7H°'J^y>-3-^fiVi, 1, 6 -vt: Fn- 5 -*;V5 ;V7 
5y-6-**Vfc:';* r v ? y-3-'f;^ 5-7W757-1, 6-vt 
Fn-e-^-^ytfU^^v-S-^^^ 1, 6-^HFD-5-/h^y* 
;V.f-;V7 5 7-6-t^f7t°V 5 - J- h 3r ->*;V**-;V 
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TSS-l, K n - 6 - 1 V e y > - 3 - ;H ^ 1, 

Kd- 5 -7 ^X^*—;^ ^ 7- 6 -^^yk'ij ^v>-3 ->f 5 - 

;i/^-;i/T ^ / - 1 , 6 Kn - 6 -t^rV if y 3 — f ;v 

3k 1, 6 - y Kn - l - ^ f 6 - i + V t:° 'J f y > - 3 1- 
6-yt: Kn-6-**VlfV 3 --OV*. 1, 6-yt 

Kn - l , 4 - f 6 - 1 * V If 'J /y > - 3 — f /Hk 1, 6-vfcK 
n-l, 5-v^f-;v-6-^^Vlf'J^v^-3--f;V^ 1, 6-yHKn 

-4, 5-v^;v- 6 -**vfc? i; ^v>-3 — f;«. 5 -r^ /- l , 6 

-ytKn-l-^f^-e-t^Vt'^y^-S-^VS, 1, 6-vtK 
n - l - ^ 5 - > ^;wr ^ y - 6 - V If V ^ v > - 3 - -T 5 - 
yVf/l/TU-1, 6 - v H K n - l - ^ ^- ;V - 6 - * * V If V ^ S> > - 3 - 

7- 1, 6 Kn- 1 6 -t^rV fcf'J 

^v>-3-^;^> 1, 6 - v li Kn - 5 - ^ f ^y*;Wt^;V7^ - 1 - 
y^;v-6-^-^rVif ym-S-'f^ 1, 6-ytKn-i-^f;i/- 
5-y^;vx;v*-^7^ /-6-**VH°y ^v>--3-^;v^ lf 6 _*> 
t Kn- 1,4,5-1* y 7 ^;V-6 -*4rVlf V — f 5-T^ 
y- 1, Kn- l, 4-y^f^-6-t^VH''J 3 -4 

, [1, 2, 4]hVT7n[4, 3-b]f^yy-6-^;H, 3-y^;V- 
[1, 2, 4]K'J7V*n[4, 3 - b] tfV 6 ->f JV-3k 3-^;V-[ 

1, 2, 4]K'J77n[4, 3 - b] Vf'j 6 ->f/Hk 3-b'J7^ 

n^f;V-[l, 2, 4]KV77*n[4, 3-b]e'J^y>-6-^;H, 3- 
(2, 2, 2-> i ;'7;v^n^;v) -[1, 2, 4] MJ T V*n [4 , 3-b] If 
WJ>-6-4 )l<m, 3-T57-[l, 2, 4]hnVn[4, 3-b]fc?vj 

3-^f^7?y-[l, 2, 4]b'J7Vn[4, 3-b] 
/Hk 3 -iSJT-frT 2, 4]K 1 J7V*n[4, 

3-b]lf'J/yy-6-^;Vi> 3-xW5/-[l, 2, 4]hVTVn[ 
4, 3-b]lfy ^v>-6-^;^> 3-*A'5A'7$>'-[l, 2, 4] M; 
TVn[4, 3-b]ti i ;^> f >-6--f;uS> 3-Ttf^r$/-[l, 2, 
4]M7V*n[4, 3-b] if U^v>-6--f >Hk 3-^ h^>*H*-Jl' 
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r<y-[i, 2, 4]h i ;rvo[4, 3-b]tfu ^^>-6 ->r /Hk 3-j. 

h*i/#;V**~;VT^y-[l, 2, 4]>'J77n[4, 3 - b ] ^v*>- 6 
--f;^> S-^f^XM-A'T^y-Cl, 2, 4]f'J77n[4, 3-b] 
tfi; yy>- 6 ->f ;vS> 3 -^^;v^;v*-;i/T^ , 2, 4]h'J7V 
n[4, 3-b]tfi;^> ? >-6-^;VS. 7-^f-;V-[l, 2, 4]HJTV*n 
[4, 3-b]tfU^V-6--f^*^ 7-^;V-[l, 2, 4]h 1 J77n[ 
4, 3-b]ev^>-6->f;^ 8-^^;V-[l, 2, 4]f'J77n[4 
, 3-b]tf'J^v>-6-^;V*. 8 1 , 2, 4]f'J77n[4, 

3-b]ey^>-6->f>H6, 8-T3/-[l, 2, 4]>V77n[4, 3 
-b]H°U ^/>-6-'f ;v*> 8-^^;VT^y-[l, 2, 4]>'J77n[4 
, 3-b]ev^v>-6->f^ 8-^W§/-[l, 2, 4]hUT 
7n[4, 3-b]f'J^y>-6 — f 8-xf;V7^-[l, 2, 4]> 

'J77n[4, 3-b]fc? , ;* r v ? >-6-"f;i'^ 8-yxW^y-[l, 2 
, 4]h'J77n[4, 3-b]fc?';^>-6 — f ;V3^ 8 ;vr 5 / -[ 

1, 2, 4]h'J77Q[4, 3-b]tTV^^-6->f;vafe % 8-T-bf;WT 

2, 4]>U7n[4, 3 - b] ^- 6 ;VS. 8-^t* 

^y*Mx;V7 5/ -[l, 2, 4 ] h 'J 7 7n [ 4 , 3 - b] Vf U ^y>- 6 - 
>f;V36^ 8-i>^y*Mx;V75;-[l, 2, 4]hV77D[4, 3-b] 

tf'j^y>-6-^;H, 8-^f-;v^;v^-;^T^ s-li, 2, 4]h , ;rv* 
n[4, 3 -b]tf; ^v>-6 --f;i^> 8 -if ;i/^;v*-;i/7 ^ y - [ 1 , 

2, 4]h'J77n[4, 3 - b] fcT y ^v>- 6 ->f ;V3£, 3, 8-v^A—C 
1, 2, 4]b'J77o[4, 3-b]e'J^>-6-^^ 3-T*y*-8 

2, 4]M;rvn[4, 3-b]*? 1 ; yv>-6 --i^m, s- 

75/-3-^f^-[l, 2, 4]h'J77n[4, 3 - b] £V 6 ->f 

^HXtt3, 8-y7^/-[l, 2, 4]>V77d[4, 3 -b]tfy ^ V- 

6 - ^ /H£t?& 0 . 

[0 0 4 2] 

MWfKli, 1, 6-yHKa-6-t + V^ , J^>'-3-'f;vi, 1 
, 6->^ ;v- 6 - 1 v U ^ v > - 3 - ^ 1, 6-v 
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Kn - 5 - ^ f ;v- 6 - t^ V f'J > - 3 - ^f ^ 6 
-^e Kn - 6 -t^V t?V - 3 - ^f;vi, 1, 6-v^Kn-5-^f 
;i/T^ -^jvm, 5-'^W5 y- l , 6- 

y H K n - 6 - 1 ^ V b* 'J > - 3 - ^ ^S, 5 -7-fef;l/7 ^ 7 - 1 , 6- 
VK. Kn- 6 -**V y s J*s- 3 -^f;v^ 1, 6-ynKn-5->f* 
y * ;v>Ki;v7 5 / - 6 - 1 V f U /y > - 3 - 1, 6-ytKo- 
5-^^;v^;v^-^T^/-6-^^rWfv^v ? v-3-^;v^ 1, 6-v 
t Kd - l - ^ f ^- 6 - 1 v t: 'J /y > - 3 - ^f 6 
-yt Kn - l - ^f ;v- 6 - t^rVli 'J ^y > - 3 - 'f )l<& 1, 6-v£K 
n - l 5 /-6-t*Vt?U ry^-3-^f;H> 5- 

- 1 , 6 -yt Kn- l 6 -t^rVtf 1 ; ^v>- 3 - 

>f/Hk [1, 2, 4]h>;TVn[4, 3 - b ] tP; 6 -«f 3 

2, 4]>V7Vn[4, 3-b]t°^yV-6 : ^ 3 - h V 
7;v*npc^-;v-[i, 2, 4]>VTVn[4, 3 - b ] H° V y 9 S>- 6 ->f 
, 3-7^/-[l, 2, 4]h'J7V'n[4, 3 - b] fcf V 6 — f A'*, 

3 - ^f;V7^ /-[l, 2, 4]f'J7Vn[4, 3 - b] kfV jTi?>- 6 ->f ;V 
36, 3-^W5y-[l, 2, 4]h , ;TVn[4, 3-b]t?U^v>-6 

--r;^> 3-r-fe^;vr^ 2, 4]h i ;rvn[4, 3-b]^vw 

y-6-^)Vm, 3-^h^y*^f^7^/-[l, 2, 4]f'J7V*n[4 
, 3-h]}£V 6 ->f 3-^f^^-;i/7 5/-[l, 2, 4 

]hVTVn[4, 3-b]tT';^v ? >-6--f 7-^^;V-[l, 2, 4] 
hi;TVn[4, 3-blfc? 1 ; m-6->f 8-^^-[l, 2, 4]b 

VTVn[4, 3-b]ey^y>-6->f)Hf, 8-T^/-[l, 2, 4]HJ 
TVn[4, 3-b]H 01 ; 6 ->f/HK 8-^W^-[l, 2, 4] 

hV7Vn[4, 3 - b ] t: 1 J ^ v > - 6 - ^ 8 -S^-^V-T ^ </ -[ 1 , 

2, 4]hUTVn[4, 3 - b ] fcf V jTi?>- 6 ->f 8-T-fef-;V7^y 
-[1, 2, 4]f'J7V*n[4, 3-b]^m-6-'f/H^ 8-^h^r~> 
^jV^-;V7 5y-[l, 2, 4]b 1 J7V*n[4, 3-b]^^-6->f^ 
& 8-^W^-^75/-[l, 2, 4]>'J77n[4, 3-b]tfU^ 
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i^>-6-^;l/^ 3-75 7-8-7^;V-[l, 2, 4]f'jr/n[4, 3 

-b]if';^^v-6--r;v^xti8-T5y-3-^f-;v-[i, 2, 4]h; 
r/n[4, 3 - b] e v ^yy- 6 ->r *) , 

[0 0 4 3] 

Hizii tyftt t< tt. 1, 6 - y t Kn - 6 - t^fV f'J ^y> - 3 - ^f;H 
, 1, 6-yb Kn-5-^f^-6-**ve'J^>-3-'f/l/*, 5-7 
57-1, 6-yH tfV^^-3-^f 1, 6-y'tF 

n- 5 - 7W^-6-t^Vlf'J 3 ^31, 5-v7f-;V7 5 

7-1, 6 KD-6-t*V tf 1 ; ^v>-3 -^;V*> 5-7-tf;V75 
7-1, 6 Kn-6 -t^rV tf »J 3 -'f/Hk 1, 6-yHKn 

- 5 - ^ > y*;v*-;vr 5 7 - 6 - t^v tf' J ^y> - 3 - ^ ^i, 1, 6 

-v?fc Kn-5-> W^*^7 5 7 - 6 -t^rV tf V yy~y — 3 -'f ;H£ 
> 1, Kn - 1 - y f 6 - t^rV ti'J ^/> - 3 - ^f 5 — T 

5 7-1, 6 -yt Kn- l -7?-;v- 6 -t*v^'J 3 ->f;w3^ [ 

1, 2, 4]H;7Vn[4, 3 - b] H'D ^v^- 6 ->f 3-7^-;V-[l 
, 2, 4]f'jr/n[4, 3-b]tT'; 

7^;V-[1, 2, 4]f 1 J7V*n[4, 3 - b] fcf'J 6 ->f 3-T. 

2, 4]f'J7Vn[4, 3-b]tfV^v>-6-^;V^ 
;V757-[1, 2, 4]hV7 4 /n[4, 3 - b] \£V 6 ->f /Us, 8- 

7^/V-[l, 2, 4]>Vr/n[4, 3-b]eu^>-6->f^*^ 8 — T 

2, 4]h'J7VD[4, 3-b]fc?i;^>-6--f /V*> 
;V7 5 7-[l, 2, 4]H;TV*n[4, 3-b]t°'J^>-6-^;VS> 3- 
75/-8-yf^-[l, 2, 4]H;Tl/tt[4, 3-b]H 0l >»^^>-6-^ 
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1-595 
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H 
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H 


H 
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NH 2 


H 


H 
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H 
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H 


H 


NHSOzMe 


H 
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1-599 


4-CJ-3-F-Ph 
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Me 
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Pr : -fu 

Pri : >f y/ati>i, 

p r c : i/^n/n^i, 
Ph I 7x-Jl/^ 

Bn : -^>y>Hk 

4-FBn ! 4-7^/*n^>^;w^ 

pmb: 4-* h^v^v;^. 

a -Me-Bn : l-7i * ^)^Mo 
[0 0 6 6] 

iifa^K&^T. JEfcflP* L<i*. 1-2. 1-3. 1- 

4. 1 - 5, 1 -7. 1 -8. 1 -9. 1 - 1 8. 1 - 2 6. 1 -2 7. 1 -2 
8. 1 -3 4. 1 -3 8. 1 -4 2. 1 -4 5. 1 - 5 0. 1 - 5 1. 1 - 5 6 
. 1 - 5 8. 1 -6 0. 1 -6 6. 1 -6 8. 1 -7 0. 1 - 7 3. 1 - 7 4. 
1- 7 5. 1 - 7 6. 1- 7 7. 1 -7 8. 1 - 7 9. 1 -8 1. 1 - 8 4. 1 
-8 6. 1 -8 9. 1 -9 0. 1 -9 1. 1 -9 5. 1 -9 7. 1 -9 8. 1 - 
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(4-7Wn7x-;P) -1- ( [1, 2, 4] HJTVn [4, 3-b] 

u ^v>-6--f ;v) - 1 H-ti B 7V-;K 

^^•^#-^•2 - 10 8 13- (4-7^n7xr;i/) -4- ( 2 - J* b 3f'># 
M-;V75/ev^>-4--f;V) -1- ( [1, 2, 4] h'JTV'n [4, 
3-b] fy>- 6 -- fHO -lH-tf9V-/K 
fb^## 2 - 1 11:3- (4-7;vtn7x^) -4- (2-^^;v^;v 

^-;vr^y tfV v>-4--f;v) -1- ( [1, 2, 4] h U 77n [4, 3 
-b] t? 1 ; 6 ->f>I/) 

2 - 1 16:3- (4-7Hn7x^) -4 - [2- (l-7x 

eu^>-4-^;v] -1- ( [1, 2, 4] h'JTVn [4, 
3-b] try 6-^) -ih-^7-;k 

<b^%#-^2-i 17:4- (2-^7^75; tfy v>-4--f;v) -3 

- (4-7Hn7x-;v) -1- ( [1, 2, 4] h'J77n [4, 3-b] 

ffr64»S-2-l 5 1 : 4- (2-r^/e'M v>-4--r;v) -3- (4- 
7^n7x-;v) -1- ( [1, 2, 4] f'J77n [4, 3-b] 

>-6->f;v) -ih-^7 7-;k 

: 3- (3-7Wn7x^;V) -4- (eu>>>-4- 
-OV) -1- ( [1, 2, 4] h'J77n [4, 3-b] \£V y*J>- 6 -4 )V 
) - 1 H-t?7 7-;K 

^^#-^•2-1 9 6:4- (2-7^t''Jyy-4-^f;V) -3- (3-7 
Wn7x-jV) -1- ( [1, 2, 4] hV77n [4, 3-b] fV^v 

— 6 — T Jl^) - 1 H-^9 7-^ 

/ fh^#-^- 2-2 8 7:4- (2-75yt''j^y-4-^f ;v) - 3- (4-? 
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DD7i-)V) -1- ( [1, 2, 4] h'JT/n [4, 3-b] If'J^V- 

*b&»#-3-2-3 8 5:4- (2-r^y eu^>-4->r^) -3- (3-? 

on7i-)H -1- ( [1, 2, 4] MJTVn [4, 3-b] 

Mftft2-4 5 3 : 3- (3, 4-77Wn7i-;V) -4- (fc 0l Jv> 
-l- ( [l, 2, 4] MTVO [4, 3-b] 6 
- 1 H-^7 > /-^ 
ft^iff 2-4 7 6 : 4- (2-7$/ k?Vv>-4->f ;V) -3- (3, 4 
-^7Kn7x^) -1- ( [1, 2, 4] hUTVn [4, 3-b] 

it^^ 2-5 7 4:4- (2-75/^ v>-4-> f;V) -3- (3, 4 
-^cn7x-/l/) -1- ( [1, 2, 4] HJTVn [4, 3-b] if*;*' 
v>-6--f;v) -lH-lf7/-iK 

^^•f-2-6 4 6:4- (2 -T^y tfV v^-4-^;W -3- (3-^ 
□ n-4-7Mn7x^) -1- ( [1, 2, 4] HJTVn [4, 3-b 
] }£WVy-6-4 )V) -lH-^7'/-^ XI*. 

<k^%#^-2-7 0 5:4- (2-7$/ t°iJv^-4--f ;V) -3- (4-* 
no-3-7JVtn7x-JV) -1- ( [1, 2, 4] h 'J 7 Vn [4, 3-b 

] ^v>-6--f - 1 H-^^'Z-KiJo 

[0 0 7 0] 

*T^^^H0JOtf7V"-Mb^ (la) 
[0 0 7 1] 
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[0 0 7 2] 

(g*«f> R 1 ^ R 2 > R 4 S.^Q«H>ffSi:^a^^b> R 3 a ttjfcjftR^XJi 
Ci-C 6 7WM^U Rl3|iCi-C6 W;H^U Xii^u 
yvS^i^t, ) 
illtli, yhXfrfrfc (1) tT-fe^-M^ (2) 

[0 0 7 3] 

^hvM (1) ^Jil^ W0 9 7/5 8 7 8-^#ftfclB*W>:#i££i!l 
T-fe*-/Wi*fr4& (2) OfftffiiUU ^hWb^ (1) K*tLT, ®^ 1 
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^ A^<7)^--r;v^ ; N, N-v^^V-^AT^ h\ N, N-^^f^r-th 
T ^ b\ N-^^;V-2-tfni; K>gL< fi^*^^***^ ^T^ 

IgfflSat^&i: iTIi, flUx.^ h 'JiW5 >\ kfyv>. 1, 8-v? 
Tflfy^n [5. 4. 0] - 7-^>rMr>5gL< liSM y^ntof^T 

2= yforr/i ; jjcSHt?- h V * a. TKStffc* *a, y j^tm^ 

fv^a, r^tM?^ h^A, im.it* y ? A=g l < (±7xm^bf- h y * a#o 

; Xte^^y ^a, 7f;vvf^A, y -^AyM v:/nfc?;vT^ 
k, i- h y * a tr* b y f;i/y y ;vr^ k> thv^A^ h^fv h\ 1- h y ^ 
a x h v Kg t < »± # y ? a - t - 7 h * v FfoftM^fif^ - £ a*-e 

mi 5 0TO»)> 03 L< J±> 5 0tMl0 0m^o 

>SfiL<{±, lB#F^M8B#P^T^^o 
[0 0 7 41 

fS2X5gi±, ft-g^ (3) fc^Yt^*, H K7V>^ft (4) tffi&mt 
T*§kW <7)\£y7- MY&m (la) ^ Wkiklr & nm~? & & 0 
fc.K^vWfc^tl (4) #\ Xii<&&^tt^£ 

tF7v^l (4) ^fflftii. fl^tf (3) KMUT, 1#S2 
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/-;K "/tmv-;^ -/*y-;V5gL< lixfVV^J n-zv) X»±T^n- 
<7^-x;Ml;N, N-yVf^;U7^ h\ N, N-^fm>75K 

Ml 0 01C"C**K jf* L< tt, orM5omi. 0 
[0 0 7 5] 

ffrfrto (3) t: K7y>-*»ii^$tTf 

5'/-Mb^* (5) *S4it't*X3g-C**o tK7V>M (4 

[0 0 7 6] 

s&4ieti\ *m&irx9Lmxrr. *r«&&*. \>?v-jw&m (5) 
ursit&m (6) ms^fflv^TKJS$-^r, ^nwo-fk^ (i a) * 

«tt*i8 , e*4o 

[0 0 7 7] 
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f L<(iyT7^f Afox-f^i ; N, N-y^fWA7U\ N, N- 
* V ;vt ^ Kf<7)7 ^ vm ; ^> f;^;^^ry Kfox^^y Kft ; 

mmztizmmt lt&. mm, f-^wr/, 1, 8—? 

TWi/iru [5. 4. 0] -7-^>^>3gL<te>M V7°nb°;l/Ji?-;VT 

h V 7A> J^mTfC^^ h y 7A, Tjcm^b* U 7A^L< l±7kBMfct- h V 7Af© 

K N t>V7A tr ^ h'J^ f;vy 'J;V7U\ t f 'J ^ A ^ R*>K th'J-) 
Axb^>KfL<li*'j7A-t-7^y Y*$<O^W&&*m? & - J&*"C 

^oy'/M (6) Ottfl§*»:J\ b*7/-M^i (5) WLt, 

[0 0 7 8] 

DM* 2] 

r^2j tt-HKs* (i) RS^TK^M^Xtic i-c 6 t;v#;v 

3frC***3&9ioe?7 , -Mfr£«& (la) tSfit*80ftT*4o 
[0 0 7 9] 
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R*NEINH, 



f7) 



R 3a CO,R 13 
I] 




CI a) 



[0 0 8 0] 

(554^ Rl % R2, R 3a % R 4, r 1 3R«rQj±^flafcpi*<|«r^i- 0 ) 

msiimt, ryytt&m (i) ^Kr/Wt^ (4) 

[0 0 8 1] 

^6Itli, *«#j»E*. tiKyyWk^ (7) txxfMt^ (8) t 

Mtfflv^sis?^ *§km<o*?v~M\&m (i a) *»irr*im 

-e^^>o ttlfHA. 0fx.MT> J. Heterocyclic Chem. , 24, 555 (1987) ffi^^v* 

[0 0 8 2] 

[*tt3] 

T^3J it— jK&t (I) &C*5V>T, R3^7 5/i-e$)UH^e7y- 
Mfrfr* (lb) Sr-ftWUlKSI-S^ffi-C^So 
[0 0 8 3] 
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[0 0 8 4] 

(S;*K Rl. R 2 > R 4 > QRU t XimU£.mi&&*7F'to ) 
&7ZDKI±, ^ > (9) £ F7V>{^tl (4) 

HJ£$-£T, ^Of77-;Hk^ (lb) £*bt1-*:r*g""C*&o 
[0 0 8 5] 

^■fWk^t (9) fi> ^ijitt W0 9 4/1 9 3 5 Of fBi<7)^t:$i:t 
fl^W (3) (9) fc^Lfc'f&t^ miS 

[0 0 8 6] 

^te77-Mb^i (i o) *fijlts3'e*ao ^hWb^ 

O) ©ftkOfc^hvifrfrto (9) ^^ffli-^^fi. mis r#3iej \mc 

[0 0 8 7] 
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i9itii, m&mm*. ypm&irxmm&r* \£?v-Mt&® (1 o) t 

j\uy>fo&® (6) *&m<D\Z?*S-Mk'k 
% (ib) *»Si-&X5g-e3b*o (5) <7Mtfc><9 

\z\£jv-Mt&m (i o) t«ffi?-*«iwu mis riMisj icmc-cfffctt 

& o 

[0 0 8 8] 

[^&4] 

r^4J (±— (I) Ki3V^ R 2 ^'7 ^ y ( 
I d) R2#, Ci-C6T;WT^i, Ci-C6Wfl/-*^ 

^-^7 5 71, C i -C 6 7^^^*-^7^3IXIiC 1 - C 6 7;V^ 
*->-#;i/**-;V7S (Ie) Sr«iti-& 

[0 0 8 9] 
[ft 1 2 ] 




[0 0 9 0] 

(53C;**»^ R x > R 3 * R 4 > QRtTXtttWriBfcRliaiSr^U R 5a iiCi~C 

6 r/ua^v-a/M*— ^afefc^u r 5 b «c i -c 6 t;v^;v*> Ci-C 
6 r;i/^r;v-^;v>K-;v3fe. c i -c 6 7;v*;k*;1'*-A'&3U±c i -c 6 7 

[0 0 9 1] 

mi onjgtt, e5'/-Mfc^» (i c) 

*HWoe57-Mfc^lSl (Id) &Rai-r*I©T?**o 
[0 0 9 2] 
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t'yy-MM (1 c) »±. hoIS r^&U ttS T^3J KJ:«3i-r£ 
[0 0 9 3] 

^ffl^tL^m^LTti. witf, van, jkibtom. mtTkmwt, mm^L< 

i<7)ffflltLT(i, e?V->Wfr&» (1 c) CTtt, S1t, lttMl 0 

i><D-e$>tumKmfeZ*i-r, ^*/-;k yu^y-)v 

A^o^c-x^li ; N, N-yVf;v*;i/A7 5 K, N, N-y^fmb7 

»I15 0t-C*^ fftKli, 5 orjijMl 0 om^o 
£J£R#Wi£, RJE&zajRlw J: o xmtir^^K 1 Bf F^TbS 1 2 H#We<fe 9 

[0 0 9 4] 

mi llgli, ^14#*f!WO\ tf9 V-Mb^t? (I d) fcAn^Wb 
^ (11) ^£ffiv>T£OS$-£T, CO e 9 V*- (I e 

[0 0 9 5] 

^uy>it^m (ii) 2r&-e&&:0\ Xtt^n^k'frW* O^n^fe 

Kflfco xmM-t %>Z.b IPX* § -5) o 



{±iliE# 2003-3089766 



if^^ 002-279385 ^ ^- V : 89/ 

5e$*ti\ ^>-tf>, h;i^^>-> ^vl^>, ^vf l^^Kli-fn 

^ >-fe* >f 03?f IRj^tl ; y ^ n n ^ ^ ^nn*w, v^nn^* 

T^tfv^n [5. 4. 0] -7-?>^>£L<{±iM V7M3t?;v:E.f-;i/T 
M^tfflftLTIi, (Id) ii^> 1 075M 

^uyyit^m (11) offifflitt, fcr?V-/Wfrfrft (I d) ^lt, a 

asaa^ mwc&m^ mmximmmKz.'oxmt-r&tiK sit. or^ 

[0 0 9 6] 

C&tfe5] 

T^5J l±— ffi^C (I) KiSHT, R2^ Ci-C 6 7WSSKli 
C 3 - C 7 y ^ n 7^^;Ht«$tLT i «t v^7 5 / ^ C 
ylgl< fiC i - C 6 T^^^ftST^^^Ot^y-Mk^ (I f 
) MR 2 ri*^ n r >l£?--e2> & #3PJ!<7> t: ^ v*- ;Hk^ (I g) 

[0 0 9 7] 
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R Sc R 6a NH(13) 



1 I / Xit 1 

X^trV*\ R U SFM*(1S) R 2a 



R 



l-H 

*N [*l2Ifi] 



(12) 




N-R 4 




R 4 X 



m 1 5 xaj, 

R Se R« a NH(13) 
. , — R R 13 Ol4l4) 
R U SM^15) 

( I g) 



[0 0 9 8] 

R i, r3^ r4; r i3, Q»o f x««rsBfcra*«*^L> R 5c & 

3 -C7^n7W*^U R2a|ii-NR5c R 6a, Cl _ CeT 
^3^*>*XliC i - C 6 T^^fi**^U M+teWsJ *>*7f1t 0 M+ 

»i 2X5gt±, e^v-Mb^ (i 2) Mt£4& (i 3) > <b 

#4fc (14) XkMt^ (15) fc«r^«!feRJS$-fr*itm:i5. 

;Hb^ (16) *»iti-£XS-?*£o 

[0 0 9 9] 

xjv-frtt&m (12) lis itriB r^3x^j rmsx^j 

Ib-gr^ (i 3) , 4k&to (i 4) xiffb£* (i 5) t±> x« 

it&m (1 3) , (1 4) RTfit&lltl (1 5) <Offiffl*tt, ^9'/-^ 
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tt&m (1 2) KttLX, ®S> 0 0flfWffiv>f,*i, «fib<tix 

5 7?7S5 o^^-e^^o 

*><7)x-$>tumKm.fc2ti"?> m*.&> sts-*, j-*,^ fusts-* 

=gL< {i^^^^A^O^-x^lg ; N, N-'^fWA75 h\ N, N- 

*i h <nm&m®: *mf & £ t &x § & 0 
, «f*L<i±. immjsm2 4wmx$>z 0 

[0 10 0] 

3ZDgK:*3V*-Cfi. e5V-Mk^» (12) (13) fcORJS 

o 

w.mztizm.tLxte, iitf, *<b**Bii, *fcflsfc*»u ^m^t< 

mo^fflifcLT^ \ZjV-*tt&m (12) K2tLT, $MS\ 17!/M10 

z.<ow;&v>ik&m (13) o^fflafi, e^y-Mb-fr* (12) h**lt, 
mwMrto. umx&®i&m-z<2xmti-2>*^ **, 5 or 
sssn#m»±, KjEBjttK^ioT^k-r*^. mats 4$?mx&*) 
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[0 10 1] 

m 3igii, *«»iBt*. tr^v-Mk^w d 6) t^ur>fc&w (6 

) fc*jRje$«ii:HJ: *»«oe?V > ->Wfr&* (If) fctMfrtai 
g-cabSo *ie*±x lf7 7-M^l!l (5) OftfcOfce^y-Mfr&ftl (1 

[0 10 2] 

Hl4I5gte. ^»S4>> VJV-Mt&h (12) fc^nr/ft^* (6 
) fc*RJo$-fr&£i:fcJ: 0> *»Woe97-Mk^« (Ig) STUBS'**! 

3g-c*&o *ie»±. t^y-M^i (5) o^feoiwe^y-Mk** (i 

2) fcttJB**^**, lftffi rfMxsj ^CT^^o 
[0 10 3] 

&i 5X*iJ±. e?7-Mf:^» (i g) Mfc£^ (i 3) > ft 

-frtt (1 4) Xttftfr* (1 5) 

e^V-Mfrfrto (if) tfijitsiS-eiio #xeii. TdJV-Ml&to 
(12) oft*>^fctf?y-Mfr£& (i g) Itris r&i 21 

[0 10 4] 

[*tfe6] 

Wife 6 J f±-^ (I) £*5V>-C, R2#\ C i-C6T^3*'>-*M 

-^asx^c i - c 6 TJi/+;mi±7;wtnc i - c 6 T/i^/Hfe-e—flMfts 
tufcTS ;&X«&Z*ftW<D\£7V*~M\:&m (Ih) , SIFR 2 ^ Ci-C 
6 7;v^iViXii7;vtnc l - C 6 T^+^-WiS^T^ 
^^^v'-Mb^tf (I i) **$tt*&BUi*-e**o 
[0 10 5] 
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93/ 



Utl 4] 




[0 10 6] 

Rls R3, R4 N R5a, Q&tfX^ffifc l^£il£^U R 5d t* 
, C i - C 6 7;V^;VSXIJ:7^tnC i-Cg 7;V^^**^to ) 

mi 6Ig(i. 3r«ig&^ tf7^-M^i (I c) £^xnr>ik&W (1 
7) Xttby^W-Mfrfr* (18) t*^ Ii«:fflv^I)£>W:ti:i!) 
> *&m<D\>?*/-frtt&m (Ih) 4r»iai-*XS-C*«o 
[0 10 7] 

^uyzsit&m (i 7) &a f HJ'7V- Mb£4& (i 8) (i. &4n-c*4^ 

ssuyyft&ty (17) &tfhv:7V-Mfr&J» (18) 
-Mt&m (I c) S18\ 17iM2 Ofe^frfim^bii, 0iL<li 

mmzti&i&mt LTii, ^ilt h'jiWVA fcfyv^ 1, 8-^ 
T**fl£v*n [5. 4. 0] - 7 - > f-b l< (i vM V "/n t?;vxf ;V7 

^v^or^^iTK^k^-bu^A, partisan; ?a, ^m^- 
b u * a, b y Tfcm^b* y * a^l < fi^m^ b y * a*$o 
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m*^ffl*i:tT{i, \£yV-)Ht^m (Ic) «ttT, 

, N-y^f;V*;VA7 5 K, N, N-y^f;V7^r >75 K£L< fiN-^-f- 
2 - tf n i; K T ^ KfS ; v p< v vm<DX 3=- v Kfg ; 

$?f L<fi> N, N-yVf^^AT^ Kf*)^ 0 

12 0 0°CTr&fK L< it, OT^Ml 5 OICT^^o 

[0 10 8] 

^1 7Igl±, ^OH°77-M^li (I h) £3r$li§#£*> m^fflv^r 

Sjs^-^^-t^J: i?^§g<7)e^y*-;Hb^ (i i) £$sBrr £i*rc-&£ 
o ttmt±, it&m (i c) ^-t^^iMk^ (i h) z&m-r&m*, mis r 

fill OXSJ izmcxftiyti&o 
[0 10 9] 
[2j&7] 

l~?ji£7j tt— J« (I) fc*5V»T* R4#-^ (I I) X^^fLhmx 
[0 110] 
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[0 111] 

ri, r2, r3 n R 7^ R 8 x r13, QRvxitmm tmitm* 

7^1" o ) 

[0 112] 

mi 8Itti> tT9V-Mfc^ (12) b"uy>fc<£Qj (19) 
^fc/Bvvc^S^fcifcfciOe^V'-Mb^ (2 0) 

t^igfjbSo *xet±. Anyy^im (6) <Dftt>*)\zssuYyik&m ( 

i 9) s:«ffli-*^t±, mis ri4igj i:$i:ti^ti^o 

[0 113] 

^n^Wfrg-^ (1 9) ti, ^ftl-C**^ Xii> ^rfclOfl^ J: *)<&£no;£ 

r Sit § & o 
[0 114] 

j) **5Si-*xe-e3b*o 

[0 115] 

ftffl$n^itt^ «x.«r, jut***. 9c<b7jc#m. ^m^t< 
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aoftfflitit^ Mjv-MY&m (20) ic^j-lt. a*, 17^10 

<(i^^7^fAfOx«-7^i;N, N-^f^/VAT^ K, N, N-vV 
f;V7-tf75 K3gL < l±N-*f-/l/- 2-fcfm; KV^07 5 K» ; 3ltti>* 
f;v^iV*^y K^o x ;v * * v KUDU* - tt t, OlMS^ftfS - § 

KB^ma, mm&w, vmximmmz*'*r&\Kir&&> an^ 5 or 
Rjsismwu aeifta^j:oTS5jki-*^ a#. n$K7i>M2 4b#^t-£«9 

, fflKli, 18#W75M1 2B#MT?fc*o 
[0 116] 

H2 0IS(i, *i&te*r* *H*CT, <b^i» (I j) ^^ny> 

it&m (2 1) h£\ ^*fflv>TRJE$**it^J: O^f&W^b^ (Ik 

[0 117] 

^n^>ft#» (2 1) (4, ^rftl-efc&j&N X«\ &fcIO'fbfH&J: O^tfBO* 
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3gL< fiv^^-f A^O^-x^SI ; N, N-^WM7U\ N, N- 

y«jw»a[;x»±h , ;j.^T5>', i, s-mifv^n [5. 4. 0] 

HOflitlt^ t?5V-Mb^» (I j) WLT, 
j&^v^ffiv^tu 0f L<t±, l^M2f§< : e;vt?2fe*o 
^ny^ft (2 1) offiMifi, M^f-M\&m (I j) ^tt, il 

Mi 0 oic-e&i). $aP$L< otMsom^o 

[0 118] 

Rftt8] 

r^8j «— fD&t (i) k*sv>t, r4«^ (id -c^bstLan-e 
r2^ c 1 - c 6 7^4r;viXtt7 d c i - c 6 7^^;vs-ef Jfe 

o 

[0 119] 
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[0 12 0] 

(5£*> Rl, R3. R5a N RSd, R 7 > r8^ QRtf XttWIBfcW** 
Sr^f o ) 

#2 llflti, e7V-;H^» (2 2) tWf>ft&m (17) X« h U 
71/->M (18) ^t»S*> M^^TRS^^u^cJ:!) 

e7 7-Mb^ti (2 3) ^UltsiSti&o ^X^ii> e^V-Mb-ft* 

(i c) oftfc9fce9V'-/Wfrfrfc (2 2) fc^ffii-aflite. Htrffi r»i 6i 

[0 12 1] 

e^v-Mfrfrto (22) «\ tf^v-MbfrW (20) k&v^t, r2^c 

[0 12 2] 

#2 21*1*4^ ^r«g£*K e^V-Mb-ft* (2 3) Mv»tB£^ 
f)*^oe7 , /-^ft^ft (I 1) fctMrf-aig-Cab&o 
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M1L> 5l§^^mrfE T^l 9X@J let* ZXtW^m^h C: £ X *)1f fcti 

[0 12 3] 

9 ] 

r^fe9j (I) K:i3V>T> R4#-«« (I I) •C^fe$tL*3fe-e 

R8^T^i^0> R ^mi? "C***»iOft#« (In) £ 

[0 12 4] 
[ft! 7] 



R J R 7 




NH 2 NH 2 • H 2 0 R 2. 


[«2 3 It] 




— NH 



(In) 



[0 12 5] 

R!> R2, R3 X R7^Q{i^fat|^^^^o ) 

t^^^itHJ: 19. *Qm<D\£?V-frtt&m (In) *54jg1-aisg 
•e*&o #X©fdU #JxJi\ Heterocycles, 29, 1077 (1989) fBlftO^fe Kifc CT 

[0 12 6] 

(Im) ii, (I j) JCfe^T. R 8 ^Tfcitll^&Mt^-e 

$> *) > ttrffi m 1 8 , 19ItJ fc±0*Bi1-& *o 
[0 12 7] 
0] 

f:firiSi oj ii— (I) k&v>t, r^s-m (i i i) -c^bstt* 
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R 1 2 # s 7Kf?f JIH\ Cr C 5 7M^*Xli^ny/ C 1 - C 6 7 
/u*/u£'C**#»Wotf9V > ->ufl:£« (I o) £t>\ R 1 2^75/1^ 

%>*&W<Dib&® (Ip) «r»«-f &S08re*So 
[0 12 8] 
Mfcl 8] 




(^4,^ R i, R 2 > R 3, R 7^ R 8, QxrrxtttWrtBtraaaisr^t, r 1 

2 a tiTKS^ > C 1 - C 6 7;V*;Vg3U*^n^vC 1 -C 6 T/I/^/H?*^ 

to ) 

H2 4l3ili, e^V-Mfrfr* (2 0) > tK9^>-**l» 

(24) fc£^S*Tl|frffc$-£&£*:K:J: 19, *»W«><k'fr» (Io 

[0 12 9] 

tr^y-Mk^ (2 0) t±> mis r»l 8X^J t:J:!}Mt^-t^i 

So 



tBIE# 2003-3089766 




002-279385 



^- v : 101/ 



f h7tKa77 N A v^^^lX (iJi^V^^ 1 ; ?-;l'^ 
n h ; T-fe I> - h V J: d fc- h D /Hi ; ^/K WfM^ 
K9v>-7fcM/OlM*£ LTti, e?V*-Mfc^ft (2 0) CMLT, 



ik&m (2 4) «itLtli, e^v*-;Hb^ (2 0) t:^Lt, «it 

5USSJ£(*> ^fWfc^, ^X(»^^i:o-c^bi-^>^ dint, OTO 
S2 0 0°CT'&*K W-Z L<«. 5 0tM15 0t-e*l>o 

[0 13 0] 

f2 51gli, *Pft»*!i^ yd7V*-Mt&m (2 0) fctK5^-*ft«l 
ii&M^-Sr&CtKJ; 0 M^V-Mt^m (2 5) £$£it1-3I;g-C&&o 
[0 13 1] 

t K^v>-7Kf^^^ffl*^i^ ydyV-Mt^m (2 0) C^LT, iiHt. 
17?/M5 O^/W^^K, $ftL<(i, 5 7!jM3 Ofg-^^-e^^o 

p< v^v^^#^<b7K^; .x*/-;k ^d;v-jk 7* 
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^2 O £P;£ L< M\ 5 OttMl 5 0W5 o 

„ $ff Kli, lBtF^75Sl OBff^T^^o 
[0 13 2] 

H2 6Igli, . tf^V-Mb-B-tJ (2 5) it^m (2 4), 

4b^ (2 6) XiZlt&m (2 7) ^^RJS^-^T^b-r^^ti'J: I?. 
<^tf9V-Mb^ (Io) £Mit-f ai^re^-So 

[0 13 3] 

(2 6) Rmt&to (2 7) l±. 2rfcn?2b*j&s Xtt^Oft^WJ: «J 

Tfrtfe', s-fr, JLps-fr^ -fusts— ^ < \t^vy 

)V r -fe > T 5 K35f L < ^* * v KO J: 9 fc*:/n h >&M&&1& ; 

<b^ (2 4), Ib-^ (2 6) Xtilb^ (2 7) ^Jb$*L*to64frO« 
fflSti> ^7V-Mfc^ (2 5) t:^tt> i§#. 1^5 0fWlv^ 
*U 0ft <}i, 1 07!;M3 OfflHe^-efc&o 

aeaRtt. isc*Ht£^ raixtt*«^^j:o-c^bi-*^ ®nr> ot^ 

.12 0 0*CT**K 2fS t< 5 Ot^Ml 5 0lCT?&£o 
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, jf*L<i±, 0B#We*&o 
[0 13 4] 

§2 7Ig(t \£yV-Mki?m (2 5) Sr*«aMH*. jMhvT ^ fcJxJ&£ 
^TiM^itCi 0, ^oe77-Mfc^ (Ip) £M5£-r&i*g-e 
^Igti* J. Med. Chem., 37, 2153 ( 1994) t^M^te \z*fk CT 

[0 13 5] 

%h^tz^mt^m\±, nm> Mif^ sitR, xw\ 

[0 13 6] 

^s&wo-jKs*; (i) *^-t2>it&m, *<nnm±3^zti*MjL\mmfo<o 

t^l-&o CLtLfcoaSBflfi. »tRj«, Sr#S!U AHftftk £Je#.k ^ 

[0 13 7] 

**9§<a-*b$; (I) **^*<b^xcr*o*^lfr#$*L&^»itH»* 

JfiAWLTlBJbJt^ TRfcUO. lmg («fSt<ti0. 5m 
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g) . ±Kfc Lt> 2 0 0 Omg (Sff L< ii 5 0 Omg) Sr 1 0*fc»±JfcEHC 

mttl B^fclK TJRfcLTO. 0 lmg (»*L<tiO. 05mg),± 
RfctT, 2 0 Omg ©Il<(i50mg) Sr 1 HI 4 fcli«fc0 K^tT, Je« 

[0 13 8] 

*§&93*X -05*; (I) •e*$*LS<k'ft*tt, «*LfcP3 8MAP*t- tfffl 

h-^h-fx, ?u->mm , stm#e, 

ftttwfflf 1 ;^*^^ sgmwi®^ rwi^-imiu I£-^a,> #sn 

[0 13 9] 

6 0F 2 5 4 (m&&) ) *fflv>Tffl£U!:«"C*»K Jg»rt«>IBmi±JRH»« 
OMUfc) *r*-To 
[0 14 0] 

[HUM] 

#y&0lll 

3- U-7^n7x^) -1- (1. fi-y^Kn-B-^vtf')^ 
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ft 1-42) 

1-1) 3-s?**-/uts (4--7;w^n -7^^;v) -2- (tf'J^v 

-4-^f;v) - 2 --ru^y- l 

1 - (4-7JVtn7x-;v) -2- (b° V v>- 4 ;v) jc^V-I-* 
V (I. Lantos et al., J. Med. Chem. , 27(1), 72(1984) #fiB) 3. 00 g (1 
3. 9mmo 1 ) <0*f h y Kn 7 9 > 5 m 1 N, N-y^f^*^A 

7 5 Wf^Tt^-^S. 0ml (37. 6 mm o 1 ) Sr^JaLfco ^siO^ 

jgfi-T& £ fc K X *) , WEO<b#« 1 . 2 4 g &Sft&fe»5fcfc LT#fc 0 OK* 
3 3%) 

Rim: 0.45 (?nn*;vA : ^ * /-;v= 9 : l) o 
(CI, m/z) :271 (M++1) o 
lH-NMRX^^ Yfr (CDCI3, £ppm) : 2.80(s,6H),6.93-7.01(m,2H),7.05-7. 
07 (m, 2H) , 7. 39-7. 47 (m, 3H) , 8. 48-8. 50 (m, 2H) „ 
[0 14 1] 

1-2) 3- (4-7^D7x^ -4- (tf')y>-4- ^JM - 1 H- 

) -2- (tTU v>-4 ->f /W) -2-^n/0-l-t>3 3 9mg (1. 2 
5mmo 1) 0^^/~;V2. 5mlili:, ^>—7MfctJ 1 6 0 m g ( 

3. 2 Ommo 1) **iIlLfco M^T? 1 4I^W«^L^ 0 

: y*/-;v= 9 : 1 (v/v) ) 5 m 1 "Ct5fct#-"f4 1 £ U > IMB^ffc 

-6* 2 1 5 m g SrflKltfeJBkfc t LT ft fco ( W 7 2 %) 
R ffit : 0.55 (^nD*H : ^ */-;v=9 : 1) o 
-7**^* b;V (CI, m/z) : 240 (M++1) 0 

iH-NMR^^^h^ (DMS0-d6, <* ppm) I 7. 22-7. 30 (m, 4H) , 7. 42-7. 48 (m, 2H) , 
8. 12(brs, 1H) , 8. 45 (dd, Jl=4. 4Hz, J2=l . 7Hz, 2H) , 13. 35 (brs, 1H) o 
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[0 14 2] 

1-3) 1- (6-»nne'jm-3->f^ -3- (4 -7 P -7.x- 
jk) -4- (bf^^^-4-^ ;^ -1H-e9V-^ 

^aHt-J-M*^ (»i6 0%^f!|) 0. 48g (12. 0 mm o.l) <D 
fh7tKn77>30mli^ T/^^H&T, iE#L&/$*^;»J 1 
-2) -eWbftfc3- (4-7Wn7x^;v) -4- (e>Jy>-4-^) 
-lH-^9'/-^2. 3 9g (10. Ommol) *r«ftlLfco ^Ul£ 1 5 5> 
IBk m.UX~ffiftL, ^-C3, 6-v^nnfcf; 1. 64g (11. Om 

mo 1) ^ai/Co 5£fc 1ISIBU Mi&T?SB$U #CV>T?5 O^TM 5^WJPSfe 

RJ&#T&, R*&»»***2 0 0ml fcffi&nU &fOM7>*-^7A7Kt 
4»5toU (^nn*M:^^/-;V=9 : 1 (V/V) ) 5 0 0ml 

A^u^v^^y 4 - (i§mi#8£; ^dd^a : ^^y-;v=3 

0 : 4 : 1 (V/V/V) ) KffrU iW*&**trH#*^*»L;fco #^»tt 
fcffl^ H H H £ri?/£i§$£ ^nn*w:^/-iV=9 : 1 (V/V) ) 5 0ml 
•e*i*1-*£ifcJ: *K ^IB^b^l. 4 2 g Uf/: 0 (JRJfs 

4 0 %) 

Rff : 0.36 (*nn*;vA : f^^^;v : p< *y-;i/=3 0 : 4 : l) 0 
•7**^ (CI, m/z) : 352 (M++1) 0 

lH-NMR7^^h;V (DMSO-de, 8 ppm) : 7. 28-7. 39 (m, 4H) , 7. 53-7. 60 (m, 2H) , 
8. 15 (d, J=9. 3Hz, 1H) , 8. 38 (d, J=9. 3Hz, 1H) , 8. 55 (dd, Jl=2. 9Hz, J 2=1. 7Hz, 2H) , 9. 29 
(s, 1H) 0 
[0 14 3] 

1-4) 3- (4-7WP7x^) -1- (1. 6-^KP-6-^V 

ejj yy>-3-^f;v) -4- (bf'J y>~4 -^;v) - l H-*f ^V-fr 

-C#«bttfcl- (6-^nntfV^v>-3-^;i/) -3- ( 
4-7JVtn7i-JV) -4- (tfVS»-4 -^f;V) - 1 H-t°9V-;V3 5 
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2mg (1. 0 Ommo 1 ) «9m l^lC7fc3m 1 SrJPx.. 1 10t:t?4 

*?h?774- (mmmn; ^n*w : ^^y-;i/= 19:1 (v/v) ) 

•/ntf;uoc:~x;v : ^ ^^-^=1 9 : 1 (V/V)) 4 0ml«t4it 
&c=fc 19 > Hf5?Mb£-% 2 4 9 m g ^'fe&Jfci: Lt§/; 0 OIX^ 7 5 %) 
Rff: 0.40 (^nn^VA : p< *y-;l/= 9 : 1) o 
(CI, m/z) : 334 (M++l)o 
lH-NMR^^^f;V (DMS0-d6, d ppm) : 7. 17 (d, J=10. 0Hz, 1H) , 7. 30-7. 36 (m, 
2H) , 7. 55-7. 60 (m, 2H) , 7. 74 (d, J=6. 4Hz, 2H) , 8. 13 (d, J=10. 0Hz, 1H) , 8. 73 (d, J=5. 6H 
z, 2H) , 9. 10 (s, 1H) , 13. 23 (s, 1H) 0 
[0 14 4] 

mmm2 

4- (2-7^e')y>-4-^f^) -3- (4 -7)U^rU 7 - 1 - 

(1. 6-y«fcKP-6-**ygijyy>-3->OM -1H-W-^ ( 
«3^rt&**l-7 3) 

2-1) 2- (2- t-7*f^v:fr;i^~;VT5y fc°'J^>--4-^;i/) -3- 
v^j^ < y — l — (4-7;vtn7x^jv) - 2 -ya^>- l 

2- (2- t -7*h+'>*;v*-^75y evv>-4--r;v) -l - (4- 
7Wn7x^) i*>-l-*> (WO0 1 7 4 8 1 1tM#I) 10. 
0 g (3 0. 3mmo 1) ©rf7tKn77>5 Oml», N, N-v^ 
f^*/l/A7 5 TO Wt^-*6. 04ml (45. 5mmo 1) 
i)xf;V7r/4. 6 4ml (33. 3 mm o 1 ) £$S#nU 4 B3TOni!&isi£ L 

Dk>x-t;i/:^^/-;V=19 : 1 (V/V)) 5 Om l 

<£ I) , tUBOlfc^ 1 0 . 7 g Sr^H^* LT#/io ( W 9 2 %) 

R f -fit 10.83 (^nn*;VA : j**/-;i,= 9 : 1) 0 
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v**^* (CI, m/z) 1386 (M++1) o 



lH-NMR*^ (CDCI3, Sppm) : 1.52(s,9H),2.84(s,6H),6.71-6.73(m, 
1H) , 6. 91-7. 02 (m, 2H) , 7. 35 (s, 1H) , 7. 42-7. 48 (m, 2H) , 7. 61-7. 82 (m, 2H) , 8. 09 (dd, J 
l=4.4Hz,J2=1.7Hz, 1H) C 
[0 14 5] 

2-2) 4- (2- t - y f y ^ JV^-;^7 < 7 ') y > - 4 - ;V) -3- 

(4-7Ma7x^) -1 H-tfvy*-;i/ 

mmm2-l) X'%hfitz2- (2-t-7*f+y*^f-^75y^Jy> 
-4--f;W -3-^^W5;-l - (4-7Wn7i-^) -2-7°n 
^V- 1 1. 80g (4. 6 7mmo 1) Ojl^FiS (f h?tKn79 
>/^*/-;v=l : 1 (V/V) ) 5 4mlC, K5i?>- 7K^1^5 4 4 M 
1 (11. 2mmo 1) *»L^, 2 ^KMST^^Ltjo 

f;V3 0ml ifcCJ:^ WBO'ffc'frW 1 . 5 6 g & LT 

#/c fl (1R$9 5%) 

r f / fit : 0.31 (^*-9-> : s^cf-zi^ 1:1)0 

v**^ Hi/ (CI, m/z) : 355 (M++1) o 

lH-NMR^^^h^ (DMS0-d6, 5 ppm) : 1. 42 (s, 9H) , 6. 83-6. 86 (m, 1H) , 7. 21- 
7. 27 (m, 2H) , 7. 41-7. 47 (m, 2H) , 7. 73 (dd, Jl=l . 4Hz, J2=0. 7Hz, 1H) , 8. 10-8. 12 (m, 2H) 
,9.63(s,lH),13.32(brs, 1H) 0 
[0 14 6] 

2-3) 4- (2-t-7 , >»y3&M^7^tf'jy>-4->f^ -1- 
(6-»Pne'J yyv-3->f^) -3- (4-7MP7x^;1/) - 1 h- 

3- (4-7WD7x-)V) -4- (fcfV -lH-tf^V 
-/l/Oft H»!l2-2) T?^^*L/S4- (2- t - yh^^-A' 

7^t'V^>-4-'f^) -3- (4-7;VtD7x-jl/) -lH-tf^V- 
;V2. OOg (5. 64 mm o 1 ) Srfflv^Ufcti, Hife#!l 1 - 3 ) t HfllfcKJS 
2*txmU<Dit&m2. BOg^^-^fe^tlt^o (JR^9 5%) 
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Rf1i:o.26 : ^^r-9*>= l : 5) 0 

•7**^ MP (CI, m/z) 1467 (M++1) e 

lH-NMRX^^ b;V (DMS0-d6, <*ppm) : 1.43(s,9H),7.0l(dd, Jl=5. 1Hz, J2=l 
. 5Hz, 1H) , 7. 23-7. 32 (m, 2H) , 7. 55-7. 59 (m, 2H) , 7. 82 (s, 1H) , 8. 15 (d, J=9. 3Hz, 1H) , 8 
. 21 (d, J=5. 1Hz, 1H) , 8. 39 (d, J=9. 3Hz, 1H) , 9. 19 (s, 1H) , 9. 77 (s, 1H) 0 
[0 14 7] 

2-4) 4- (2 -T5 J fcf !j v>-4 -^f;M -3- (4-7^n7x-;i/ 

) -l- (i. 6— yti KD-6-t^ve'jyy>-3->f^ -ih-h°v 

*»J2-3) X~&btitz4- (2-t-rF^y*W-;V7^li a, Jy> 
-4->T;v) -1- (6 -^nntfij 3 --f ;V) -3- (4-7^*n 

7x-)V) -1H-^^V-;V5. 5 0g (11. 8mmol) 0 4Nlf/y 
(UTIM) 3 0ml*. 9 0W15 0#MUn&«#L7fc o 2fcV»T 
. 7jc 1 5 m 1 RZ/ymm. 10ml £^0 U St' 9 0t:t7 BfiM||#t^o 

Rj&fcTffe, 2 0 0ml Hffi&DU 1 N*gMt^ b U * AtK^T* 

b^?7-f- (}#tB}##£; *nn*;VA : ^^y-;i/= l 4 : 1 (V/V) ) £ 

;va : **y-;v=9 : l (v/v) ) l 0m l -etfeifr-f a^fcfcj: 19. ^ibo 

9 8 0 m g * S-fe©* LT§fc. (TO*E 2 4%) 

R f M : 0.14 (^na*w : ^*y-;v=9 : 1) 0 

(CI, m/z) 1349 (M++1) o 
lH-NMR^^^h^ (DMS0-d6, 8 ppm) I 5. 90 (s, 2H) , 6. 38 (s, 1H) , 6. 41-6. 43 ( 
m, 1H) , 7. 13 (d, J=10. 0Hz, 1H) , 7. 23-7. 31 (m, 2H) , 7. 52-7. 58 (m, 2H) , 7. 87 (dd, Jl=5. 6 
Hz, J2=0. 5Hz, 1H) , 8. 13 (d, J=10. 0Hz, 1H) , 8. 56 (s, 1H) , 13. 08 (s, 1H) 0 
[0 14 8] 

3- (A-7^P7i^) -1- (1- fi-ynKD-6-^#v^uyy 

>-3->OM -4- (2-^f^7SyH'i)y>-4-^;V) -1H-b°77 
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nik («5^ffr&»#3- 1-74) 

3- 1) 4- 12- r (t Y^-i/ij ^^;vr$yi euy>-4 

nJlikj -1- (6-»PPfcfiJ yy>-3--Y;M -3- (4-7Mn7x 

- l H-b°7'/-;v 
H»J2-3-e#?>n/i4- (2 - t -7*h^->*^f-;v7^ tfi; v>- 

4 — i )V) -1- (6 -^nntfV 3 -'f/u) -3- (4 -y^n 7 
i-;V) -lH-b°7V*-;V8 8 0mg (1. 8 8 mm o 1 ) ON, N->M?- 
;W*;VA T ^ K 1 0 0ml MtK> TK^ft^ h'J^A (t^ffi 6 0 %frWcW) 2 
26mg (5. 64mmol) £ 0 r^Dx., LtlSitt^ 
#S£-£fc 0 ^v>T, 3 Sffc* 1. 18ml (18. 8mmo 1) ill 

, 4 ot:T3 o^in^m^L/co 

EO»T?lL ^^^l^m'fbTV^^^ATlc^? 0 0ml K^o < OS 
JnU WmLT§£@#:£^nD*;i/A 9 0 0ml -ClitBL^o tii?:^ 

^;^df-9-> : ^x.f-;v=3 : 1 (V/V) ) KffrU gfi^^tr®^* 
IEiiLf:o #<b*Lfc«*t&£5M V7*De;vx-f^l 0ml T-^i-^Cl 
h J; 19 . ^ifiOfl^tJ 3 6 0 m g £ t lt#/; 0 ORsp 4 0%) 

R f -fit : 0.49 (ff=®^n?-;v : s\**y>= 1 : 1) 0 

(CI, m/z) :481 (M++1) o 
lH-NMRX^^h;]/ (DMS0-d6, a ppm) : 1 . 40 (s, 9H) , 3. 30 (s, 3H) , 7. 15 (dd, Jl 
=5. 1Hz, J2=l. 6Hz, 1H) , 7. 27-7. 35 (m, 2H) , 7. 54-7. 61 (m, 2H) , 7. 67-7. 68 (m, 1H) , 8. 14 . 
(d, J=9. 3Hz, 1H) , 8. 35 (d, J=5. 1Hz, 1H) , 8. 38 (d, J=9. 3Hz, 1H) , 9. 24 (s, 1H) 0 
[0 14 9] 

3-2) 3- (4-7^n7x>^/) -1- (1. 6-ybKn-6-t^rV 
] ^^ Vi ;y_^_ y[)V) -4- (2-^f^75^')y>-4->f^ -1H 

4- (2 - t - 7'h^v*;i/*-;v7 5 y e»; 5»-4 ->f ;v) -1- (6- 

?uu\£ V ^i?>-3 -4 ;V) -3- (4-7Wa7x^;v) -lH-fci^V 
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~-)V<Dttfr>t) fc„ HJ60J3-1) -?%t>titz4- 12- [ (t-T'f^y*^' 
*^)VT$S~\ fcf'j v>- 4 -'f ;M -1- ^v?>-3 
--f;W -3- (4-7WD7x-;V) - lH-b'7V-;V3 3 Omg (0. 
6 9mmo 1) H»0 2-4) t ITOK^£^T^ffi?Mt;£-% 

2 2 2mg^-ya^tUHfio 9%) 

R f , fit : 0.37 (^bd*w : ^ */-;v=9 : l) 0 

(CI, m/z) 1363 (M++1) o 
lH-NMR*^HV (DMS0-d6, d ppm) : 2. 78 (d, J=4. 4Hz, 3H) , 6. 55-6. 57 (m, 2 
H) , 7. 13-7. 33 Cm, 4H) , 7. 53-7. 60 (m, 2H) , 7. 92 (dd, Jl=5. 6Hz, J2=0. 7Hz, 1H) , 8. 13 (d, 
J=10. OHz, 1H) , 8. 75 (s, 1H) , 13. 14 (s, 1H) 0 
[0 15 0] 

l- (5-rsy-i. 6 - y b K n - 6 - 1 V If ' J y v > - 3 - ;i/ ) -4 
- (2-7s;tf')^'/-4->f^ -3- (4 -7^tn7x^M - 1 H- 
^Vj=Jk 1-97) 

$mM2-4) -Q'&bfrtzA- (2-T$y kfV V > - 4 - 4 fr) -3- (4 
-7;vtD7x^;v) -1- (l, 6 - y t Kd - 6 - t + v k 5, J f y > - 3 - 
^f;V) - 1 H-fc?7V-;V2 0 8mg (0. 6 0mmol) ttK5y*>-*a 
%1. 2ml (23. 9mmol) <7)Mi:xf V>^'J n-;i/3m 1 » 

l> 1 5 ovx-immmmmwLtzo 

KfcfeWL*7kfr5 Oml KfflbOU tkJ&Ltzikm®*W$LLtz 0 
WhfitzmM^o^U^M (^vyn^i/x-T^: >*y-/u=i 9 : l ( 
V/V) ) 2 Om 1 »K SHEtftft-fr* 8 7. Omg^- 

S>3/fe»5fcfc LT&fco ODUM 0 %) 
R fflt:0.54 (^nn*;VA : j*?y-;v>=9 : l) 0 
7^^H1/ (CI, m/z) :364 (M++l)o' 

lH-NMR^^ (DMS0-d6, Sppm) : 5.88(s,2H),6.37(s, lH),6.41(dd, Jl 
=5. 1Hz, J2=l . 5Hz, 1H) , 6. 86 (brs, 2H) , 7. 00 (s, 1H) , 7. 24-7. 30 (m, 2H) , 7. 50-7. 55 (m, 
2H) , 7. 86 (d, J=5. 4Hz, 1H) , 8. 46 (s, 1H) , 12. 60 (s, 1H) 0 
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[0 15 1] 

3- (4-7)V*W7^-)V) -4- f^)y>-4-/f^ -1- ( n. 
2. 41 H)7-/D U. 3-hl tf'jyy>-6->f^ -iH-g?yr-n/ 
(«^fr&*»S-2-6 0) 

TfcSHb^ h'J^A 6 0 20. lmg (0. 50mmol) 

Ml -2) t:1#^tL^3- (4-7^D7x-^) -4- (tP; v>>-4--f 
;v) -lH-t*7V-JH0 0mg (0. 4 2mmol) fcflSJniLfco ^D^l 
0^ratf#U W6-^nD- [l, 2, 4] hnVn [4, 3-b] fcf 
'jm6 4. 6 m g ( 0 . 4 2 mm o 1 ) Lfco 3 0 mMTfflfc 

Rft^TIi 1 0 0ml fc&bnu l&fn^br ^-^-^ATfC^t 

jfrC^JfDU rl^S (*nn*;VA : **y-;i,= 9 : 1 (V/V) ) 1 0 0 

= 15 14:1 (V/V/V) ) KffrU BW**^tr«#**ffi**l&l,fco # 
*ifcJ|I*gi& £ yxf;vx-j ^ 10ml -cmfr-tZ »iBOfl;<&«|& 

4 3. 3mg!:fiM*iUII/:o OCT 2 6%) 

R f -fit *. 0. 37 (^on*H : S^^j.f-;i/ : ;* */-;v= 5 : 4 : 1) o 
(CI, m/z) : 358 (M + +1) o 

!H-NMR*^Ml/ (DMS0-d6, £ ppm) : 7. 30-7. 39 (m, 4H) , 7. 55-7. 60 (m, 2H) , 

8. 13 (d, J=10. 0Hz, 1H) , 8. 56-8. 58 (m, 2H) , 8. 60 (d, J=10. 0Hz, 1H) , 9. 11 (s, 1H) , 9. 69 ( 

s,lH) 0 
[0 15 2] 

3- (3. 4-y7JVtQ7x^l/) -4- (tfijy>-4 f fr) -1- ( [ 

1. 2. 41 hJJLT-ZP T4. 3-bl e')^>-6-^;V) -lH-h°77 
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nik (^^<t;^#-^ 2-4 5 3) 

6-1) 3-yVf;l/7^-l - (3. 4-^7^tn7x^) -2- (tf 

l- (4-7;vtn7x^;v) -2- (t? 1 ; Vs— 4 ->f ;v) j.^>-i-^- 
y(0\Xt> *) 1- (3, 4-y7Wn7x^) -2- v 5 ^- 4 

;V) (US583771 9 2. 3 3 g (10. 0 

mmoi) zm^tzmt, mmni-i) tmw.KK&%*txmm<7)ft&yv2. 

8 6 g fcHfeftmtl t LT#/c 0 (JW 9 9%) 
Rfl: 0.48 (?nn*;vA : ^ ? ;~-)V= 9 : 1 ) 0 
(CI, m/z) 1289 (M++1) o 
iH-NMR-X^MV (CDCI3, a ppm) : 2. 82 (s, 6H) , 7. 00-7. 17 (m, 4H) , 7. 25-7. 
32 (m, 1H) , 7. 41 (s, 1H) , 8. 48-8. 51 (m, 2H) 0 
[0 15 3] 

6-2) 3- (3. 4-y'7MD7x-;V) -4- V> - A - << )V) - 

1 H-tf^/-;v 

3 1 - (4-7;Vta7x^V) -2- (t:';v ? >-4- 

J?-)VT5.y-l - (3, 4-i?7)l>*tiy^-)\s) -2- (VfVv^-4-^ 
;v) - 2 -7°n^>- 1 2 . 54 g (8. 8 1mmol) ^m^tzmt, 
^Jfe^ll-2) tmMfcKfcZ*tTmmv> y lk&y>)2. 0 5g^fife«tU# 
tzo (l|X^9 0%) 

Rff: 0.48 (^nn*M : ?y-;v=9 : 1) 0 
(CI, m/z) : 258 (M++1) o 
!H-NMR^^^h;V (DMS0-d6, <*PPm) • 7. 19-7. 27 (m, 3H) , 7. 43-7. 53 (m, 2H) , 
8. 16 (s, 1H) , 8. 45 (dd, J 1=4. 6Hz, J2=l. 7Hz, 2H) , 13. 39 (brs, 1H) o 
[0 15 4] 

6-3) 3- (3. 4-->"7;l^n-7^-;l/) -4- ]} V >- 4 - 4 )V) - 
1- (Tl. 2. 41 YVTVU U. 3-M )U) -1H 
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3- (4-7^C7x-;v) -4- (H'V v^v-4 ->f/l/) - m-\£yV 
-)V<Dftt>t) iz, H^J6-2) ~CWbiifz3- (3, 4-y'7WD7x-jV 
) -4- (lf'J3»-4->f >U) -lH-t e 7V-;V5 6 6mg (2. 2 0mm 
o 1) &/Bv>fc<ffetiU fcraflltKlSS^rflWBOft'&WS 5 3mg^6 

fefcfch Ltftfc, (JRSp 6 7 %) 

R fig: 0.43 (^nnw : WfWS.^^ : ;**y-;v=5 : 4 : l) 0 

v**^* h;P (CI, m/z) :376 (M++1) 0 

!H-NMR^^^h;V (DMS0-d 6 , d ppm) : 7. 31-7. 34 (m, 1H) , 7. 39-7. 41 (m, 2H) , 
7. 51-7. 69 (m, 2H) , 8. 15 (d, J=10. 0Hz, 1H) , 8. 58-8. 64 (m, 3H) , 9. 12 (s, 1H) , 9. 70 (d, J 

=0.7Hz, 1H) 0 
[0 15 51 

mmm7 

3- (3 -7;VtP7 -4- (bfi) Vy-A-y()V) — 1 — ( T 1 - 2 

. 41 LJiX^P U. 3-bl \£WJ>-6-J )V) -lH-e?'/^ ( 
«^lff2-17 7) 

7 - 1 ) 3—j?X*f-JU7$S—l- (3-7JVtP7x-;l/) -2- (fcf'Jv^ 
-4-^;v) l -;j-> 

1- (4-7Wn7x^) -2- (fcf 1 ; v^-4-^f;v) -x-* >— 1 
^(DftfrlQK, 1- (3 -7;l/iD7x-;l/) -2- (tf'j^>-4-^^) ^ 
* V- 1 -*> (WO 0 1 1 0 8 6 5-t<&^#M) 15. 0 g (6 9. 7mmo 

i) im^tzmi, nmmi-D tmrn^KB^^xmrno^mi 8. 5g 

LT#7to 8 %) 

Rffi: 0.45 (7nn*M : p< *y -;i/= 9 : 1) 0 

(CI, m/z) : 271 (M++1) 
lH-NMR^^^h;V (CDC 1 3, S ppm) I 2.80 (s, 6H), 7.02-7. 33 (m, 6H), 7.37 (s, 
lH),8.48-8.54(m,2H)o 
[0 15 6] 

7-2) 3- (3 --7)V*U-7 ^-)V) -4- (g jj v?>- 4 ->f jk) — 1 H — 
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3-i?*<f-A'Y§S-l- (4-7^n7x-;V) -2- (tP;v>-4- 
>Ov) -2 -7°o^>- l -^oftfe*) ^I»!I7-1) -e#<btL^3-v 
^f;i/7^y-i - (3-7Wn7x^;v) -2- (tf y 4 ->f ;v) - 
2-7°n^>-l-t^l8. 3g (6 7. 7mmol) &JBv>/-ft&i±, HJfeflO 
1 - 2 ) t ra»naES$*r«fB^fc^ 11.3 g *&fe»3fefc LTftfc, ( 
1R^7 0%) 

Rftt: 0.40 (?nn*w : ^ ^y~;v=9 : D 0 

-7**^1>;V (CI, m/z) 1240 (M++1) o 

lH-NMR^^^h^ (DMS0-d6, 8 ppm) : 7. 20-7. 27 (m, 5H) , 7. 43-7. 50 (m, 1H) , 
8. 14 (s, 1H) , 8. 45-8. 53 (m, 2H) , 13. 39 (brs, 1H) o 
[0 15 7] 

7- 3) 3- (3--7)V±u~7 -4- (Wi?>-4-<4 fr) -1- ( 
fl. 2. 41 b')7'/n U. 3-bl \SWJ>-6-4)l') -lH-tft? 

3- (4-7^n7x-;i/) -4- (fc?l> v>-4-^f;V) -lH-tf^V 
-;l/Oft^"9^x 7 - 2 ) X-'&hKtzZ- ( 3 - ^/Uifru "7 -4 

- (k , 'Jv?>-4-^l') - 1 H-k?5 > /-;V4. 0 0 g (16. 7 mm o 1 ) 

zm^tzi&ii, nmm 5 1 mm-KiB^-^xmrn^it^ 5 . 3 5 g * s-fe^ 

tLxmzo 0IW9O%) 

R f #[ : 0.31 (^nn^;i/A : WWl*-?-^ : ?/-;v= 5 : 4 : l) 0 

MV (CI, m/z) 1 358 (M++1) o 
lH-NMR^^^h;V (DMS0-d6, d ppm) : 7. 30-7. 40 (m, 5H) , 7. 48-7. 56 (m, 1H) , 
8. 15 (d, J=10. 0Hz, 1H) , 8. 57-8. 63 (m, 3H) , 9. 11 (s, 1H) , 9. 70 (d, J=0. 7Hz, 1H) 0 

[0 15 8] 
H«II8 

4- (2-7$;e')^>-4-^^ -3- (4-7MP7x-JV) -1- 
LLL 2. 41 M)T-/P U. 3 -hi ^')yy>-6-^v) -1 H-fcf 
z^£nik {m^it^m%^r 2-94) 

8- 1) 4- ( 2 - t - 7 f ^rv ^ ;>^;V7 ^ ') y > - 4 - ;V) -3- 
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(4-7;v^n7x^i/) -l- ( n. 2. 41 MJTV n U. 3-hl 

3- (4-7Wn7x-JV) -4- (V? 1 ; v^-4->T;V) — 1 H — tf ^ V 
-;K7>ft;bl? H»J2-2) T?#£>*L*:4- (2 - t - /f#v*;v*-^ 
75 y t?U S>>-4 ->f/i/) -3- (4-7;vtn7x-^) -lH-tf^v*- 
;H. 30g (3. 67mmol) SrfflV*. TKSHfc^ HJ ? A (fW6 0%^ 
Wi®) 3 5 2mg (8. 81mmol) £JEv>7^t!lte. nMffl 5 tmmKRBZ 
^xm?><Dit&m 1 . 6 5 g H-yaM*t LXm-Zo 0DU£9 5 %) 
R f ^fi : 0.48 (^nn*;l/^ : WW.^^ \ * * 1 5 : 4 I 1) o 

*?*?.^?Y)V (CI, m/z) 1473 (M++1) o 

lH-NMR^^^HV (DMS0-d6, 8 ppra) I 1 . 44 (s, 9H) , 6. 96-6. 98 (m, 1H) , 7. 27- 
7. 34 (m, 2H) , 7. 55-7. 61 (m, 2H) , 7. 85 (d, J=0. 7Hz, 1H) , 8. 13 (d, J=10. 0Hz, 1H) , 8. 21-8 
. 23 (m, 1H) , 8. 62 (dd, J 1=10. 0Hz, J2=0. 7Hz, 1H) , 9. 00 (s, 1H) , 9. 71 (d, J=0. 7Hz, 1H) , 9 
.81(s,lH)o 
[0 15 9] 

8-2) 4- (2-7^E°')yV-4-^;V) -3- ( 4 - 2 2k£ P 2 3^2k 
) -1- ( Lb 2. 41 M)7V»P T4. 3-hl tf')m-6->f^ - 
1 -R-\£*7V-)\< 

%Mm%-l) X-'&btLtzA- (2- t-7-f^yi/W-^7 5y kfVv> 
-4--f;v) -3- (4-7Wn7i-;V) -1- ( [1, 2, 4] hVTV 
n [4, 3-b] ev ^v>-6-^;V) - 1 H- V-;V 2 0 0 m g (0. 
4 2mmol) O 4 N^m/v^-^Mt OUS^) 3. OmU, 9 0t"C 

mS'&T'ik, BJ&mWL*fc 10 0ml U 1 N7Xm<b-t" h V V A7X?« 

iWitia^ ^tso'fb^i 3 omg^-y^t Lr#fco ( 

JR*8 3%) 

R f -fit : 0.41 (^nnw : y ^y-;i/=9 : 1) o 
(CI, m/z) 1373 (M++1) o 
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lH-NMRX^^ h;V (DMS0-d6, ^ppm) I 5.96 (brs,2H), 6.42 (s,lH), 6.46 (dd, 
Jl=5. 1Hz, J2=l. 5Hz, 1H) , 7. 27-7. 35(m, 2H) , 7. 58-7. 64 (m, 2H) , 7. 91 (d, J=5. 1Hz, 1H) 
, 8. 12 (d, J=10. OHz, 1H) , 8. 59 (dd, J 1=10. OHz, J2=0. 6Hz, 1H) , 8. 85 (s, 1H) , 9. 68 (d, J= 
0.6Hz, 1H) 0 
[0 16 0] 

4- (2 -T-fe^-JVT 5 y ^^-yy-A-4)V) -3- (4 -7 )V3ru7 
) -1 - ( n. 2. 41 MJTVP f4. 3-hl ^im -fi-^JH - 
l H-b°v (0fl^ffc£^## 2-105) 
H»J8-2) X'&hKtzA- (2-r^y e'J^>-4->f -3- (4 

-7WQ7x-;v) -l- ( [i, 2, 4] M;rvn [4, 3-b] ey*- 

^>-6->f;V) - 1 H-fc?9V-;V6 0. Omg (0. 1 6 mm o 1 ) Otf 1 ; 
y>3ml», 7W^7'fF6 2. 8mg (0. 80mmo 1) » 

in u 5 0 w 4 B#w#nf&^$ L*r 0 

D^i-f^ : ^^/-;v=9 : 1 (v/v) ) 2mi^tSiki:J:0 

> *&3B<*Mfc£1& 5 9. Omg LmtZo 8 9 %) 

Rfi :0.23 (^no^M :s^^f-;v: **y-;i/=i 5 : 4 : l) 0 

-?77^<7\>)V (CI, m/z) 1415 (M++1) 0 

lH-NMRX^<^h;V (DMS0-d6, S ppm) I 2. 07 (s, 3H) , 7. 04-7. 06 (m, 1H) , 7. 27- 
7. 33 (m, 2H) , 7. 55-7. 61 (m. 2H) , 8. 11-8. 14 (m, 2H) , 8. 29 (d, J=5. 4Hz, 1H) , 8. 60 (d, J=l 
0. OHz, 1H) , 8. 98 (s, 1H) , 9. 70 (s, 1H) , 10. 53 (s, 1H) 0 
[0 16 1] 

mmrn 1 o 

4- (2-^>'/^;v7^ye'Jy>-4 — Uk} - 3- (4 --7;v^-p-7^- 

jU) -1- C LL. 2. 41 M)TV*P U. 3-bl e'jyy>-6-^^) 

- l H^e^Znik (^^k^#-t2 - 117) 
T-fe^;v^n-7^ K?>ft;;bt9 i:^v , /'f;v^n5'f Kl 7 Omg (1. 2 1m 

m o i ) zm^tM*. mmm 9 1 mm^jB^^xmu^it^m 6 5. 1 m g 
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£6fe$N^L-C#£ 0 0DU£5 1%) 

Rff : 0.41 (?nn*w : *y-;v=g : 1) 0 

vwnJV (CI, m/z) : 477 (M++1) 0 

1 H-NMR*^ Y)V (DMS0-d6, £ppm) : 7.12(dd,Jl=5.2Hz,J2=1.5Hz,lH), 
7. 29-7. 36 (m, 2H) , 7. 49-7. 66 (m, 5H) , 8. 09 (d, J=7. 1Hz, 2H) , 8. 14 (d, J=10. 0Hz, 1H) , 8 
. 30 (s, 1H) , 8. 38 (d, J=4. 6Hz, 1H) , 8. 61 (d, J=9. 3Hz, 1H) , 9. 04 (s, 1H) , 9. 71 (s, 1H) , 10 
.84(s,lH) 0 
[0 16 2] 

mmrn 1 1 

3- (4-7^n7x^) -4- (2-*Y*^jj)Vi£~)VT\y\£W> 
-4--Y;V) -1- ( fl. 2. 41 MJTVP U. 3-bl H'')yy>-6 
-^OM -lH-tT^V"-^ (#!l^b^#-^ 2-108) 
7-tf;V^n7^f KOftfct) t;^na^f;V0. 8 7ml (11. 3mm 

o i) *m\<*tzmz, nnm9 tnnmKRfcmtrmm<Qit&W2 8 3mg^ 

LT#7t 0 (JR^5 8%) 
R f -fit : 0. 66 (?nn*w : ^/-;v=9 : l) 0 

(CI, m/z) 1431 (M++1) o 
lH-NMR^^^h;V (DMS0-d6, 8 ppm) : 3. 64 (s, 3H) ,7.01 (dd, J 1=5. 1Hz, J2=l 
. 5Hz, 1H) , 7. 27-7. 35 (m, 2H) , 7. 56-7. 63 (m, 2H) , 7. 87-7. 88 (m, 1H) , 8. 13 (d, J=9. 9Hz, 
1H) , 8. 25 (dd, Jl=5. 1Hz, J2=0. 7Hz, 1H) , 8. 60 (dd, Jl=9. 9Hz, J2=0. 8Hz, 1H) , 8. 98 (s, 1 
H) , 9. 70 (d, J=0. 8Hz, 1H) , 10. 24 (s, 1H) 0 
[0 16 3] 

mmm 1 2 

3- (4 -7)]/*u7 -4- (2 - ^fj^jv»^;v7^ j gjj Vy- 

4 — Lik) -1- ( fl. 2. 41 f')77n U. 3-bl e'J^>-6- 
^f;v) -ih-^7-;v (ffl^b^#-^2 - ill) 

7W^D7^f KOftfrD K> ^>X^-^D7'f K0. 37ml (4 
. 8 4mmo 1) *jBv»fcflitt, H»fl 9 mmKRlBmtxmm<04t'kM 5 0 
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R f : 0.37 (?nn^A : ^*y-;v=9 : l) o 

vAWh^V (CI, m/z) :451 (M++1) o 

lH-NMR^^^b;V (DMS0-d6, 8 ppm) I 3. 22 (s, 3H) , 6. 95 (s, 1H) , 7. 01 (d, J=5 
. 5Hz, 1H) , 7. 33 (dd, Jl=8. 9Hz, J2=8. 9Hz, 2H) , 7. 59 (dd, Jl=8. 9Hz, J2=5. 4Hz, 2H) , 8. 1 
2 (d, J=10. 0Hz, 1H) , 8. 21 (d, J=5. 5Hz, 1H) , 8. 59 (d, J=0. 7Hz, 1H) , 9. 05 (s, 1H) , 9. 70 (s 
,1H),10.94(s,1H) o 
10 16 4] 

nmm 1 3 

3- (4-7;vtn7x^;v) -4- (2 - ^f;V7< J ejj V y- 4 -A jv) 
-1- ( n. 2. 41 LJIX^P T4. 3 -hl tf')yy>-fi-^f;V) -1 
H-g^V-ZU (fllatf b£^#-§- 2-95) 

13-1) 4- 12- r (t-^^y^;^;v) \£W>- 

4- 4 M -3- (4-7^n7x^) -1- ( fl. 2. 4l f']7 7P 
U. 3-bl tf'im-fi-^fJP) -IH-tf^V-^ 

4- (2- t >^->*;v^;vr^ /t?V v^-4->f>u) -l- (6- 

iruuWyyZ'-Z-J JU) -3- (4-7Hn7x-;l/) -lH-t 4 7V 

-;v?>>ftfc*M^ Hi&$j8-i) -e#p>*t^4- (2- t - rh*->*^#-^ 
r^y tfu v>-4-^;w) -3- (4 -7)\<*uy x.=.)v) -1- ( [1, 2 

, 4] h'JTV'n [4, 3-b] b°i;r-7V-6--f;u) — 1 H — Vf 7 V*— 6 
. OOg (12. 7mmol) 4rJBv>fc'ftfe«\ KOfcW 3 - 1 ) fcrafllKBOSS* 
TKEOft^ll 4 . 3 3 g LXfttz 0 (JR^ 7 0 %) 

R f fit : 0.55 (^nn*w : ^*/-;v=9 : l) 0 
T^^.^^h;V (CI, m/z) 1 487 (M + +1) 0 

iH-NMR^^^b^ (DMS0-d6, 5ppm) : 1.41(s,9H),3.30(s,3H),7.13-7.15( 
m, 1H) , 7. 29-7. 35 (m, 2H) , 7. 57-7. 61 On, 2H) , 7. 70 (d, J=0. 7Hz, 1H) , 8. 13 (d, J=10. 0Hz 
, 1H) , 8. 36 (d, J=0. 7Hz, 1H) , 8. 60 (d, J=10. 0Hz, 1H) , 9. 06 (s, 1H) , 9. 70 (s, 1H) o 
[0 16 5] 

13-2) 3- (4-7Mn7x^ -4- (2->f ;V7^b'')yV- 
4-^ - l- ( fl. 2. 4 1 KI77D U. 3-bl tf')yy>-6- 
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4— (2- t-^h^y*;wf^^7^ tf'J v>-4--f;v) -3- (4- 
"7;i/^n"7ai^;v) -1- ( [1, 2, 4] h'JTVn [4, 3-b] 

- 12- [ (t ^w?/] Witzs-A-JM - 

3- (4-7Wn7x-^) -1- ( [1, 2, 4] hVT'/n [4, 3-b 
] t?V 6 ->f ;V) -lH-^?'/-*4. OOg (8. 2 2mmol) 

^m^tzmit, mmms-2) tmm^K^^txmm^t^i. 52 g ^i 

^-i;aM*a«„ (W4 8%) 

Rff: 0.43 (^nn^A : *7-;l/= 9 : 1) o 

v^n^V (CI, m/z) :387 (M++1) o 

1 H - NM R * ^ (DMSO-de, $ ppm) : 2. 73 (d, J=4. 9Hz, 3H) , 6. 40 (s, 1H) , 6. 
44-6. 50 (m, 2H) , 7. 27-7. 34 (m, 2H) , 7. 57-7. 63 (m, 2H) , 7. 97 (dd, Jl=5. 1Hz, J2=0. 5Hz, 
1H) , 8. 12 (d, J=10. 0Hz, 1H) , 8. 59 (dd, Jl=10. 0Hz, J2=0. 7Hz, 1H) , 8. 89 (s, 1H) , 9. 67 (d 
,J=0.7Hz, 1H) 0 
[0 16 6] 

Hife#H l 4 

4- (2-xf^7^e')y>-4-^fJI/) -3- (4-7;i/tn7x^) 

-i - ( n. 2. 41 Mjryp L4_ 3-bl bT')yr/-fi-/f^ -1 

Hjz-^Znik (^^b^#-^2 - 9 7) 

14-1) 4- 12- f (t-7 , f^y^;^-;v) j^;VT^y1 bi^JyV- 
4-^T;Vt -3- (4-7^P7x^)l/) -1- ( n. 2. 41 F'J7'/n 
U. 3-bl bfi)yy>-6-^^) 

4- (2- t-^f^VJl/^-^T^y VfU $»-4->f ;V) -1- (6- 
^nntfvj ^i^-3 ->f^) -3- (4-7;l/^n7x^;l/) 
-/I'OftfcflK, HJ&M8-1) t?#e>tL^4- (2-t-7*h^>*;V'f-/l' 
757 fc?'J -3- (4-7^D7x-^) -1- ( [1, 2 

, 4] M>7Vn [4, 3-b] 6 -4*) ~ 1 H - H° ^ V*- ^ 7 

4 7mg (1. 5 8mmol) &fflv\ 3 -MM ?-fr<Dfot> «9 K 3 l Mfc^?-;V 0 
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. 3 8ml (4. 7 4mmol) tm^tzm*. 3 - 1 ) t rafllfcRJSBS 

•e"C«|B^k^ 6 6 8mgt^-^afet*k (JR*8 4%) 

R f ft : 0.49 o 

(CI, m/z) 1501 (M + +1) o 
lH-NMR*^ (DMS0-d6, Sppm) : 1. 15(t, J=6.9Hz,3H), 1.40(s,9H),3. 
86 (q, J=6. 9Hz, 2H) , 7. 16 (dd, J 1=5. 1Hz, J2=l. 5Hz, 1H) , 7. 28-7. 34 (m, 2H) , 7. 55-7. 61 
(m, 3H) , 8. 12 (d, J=10. 0Hz, 1H) , 8. 37 (dd, J 1=5. 1Hz, J2=0. 7Hz, 1H) , 8. 60 (dd, J 1=10. 0 
Hz, J2=0. 7Hz, 1H) , 9. 08 (s, 1H) , 9. 70 (d, J=l. 0Hz, 1H) 0 
[0 16 7] 

14-2) 4- (2-x^;i/7^y \£W>-4-4 JU) -3- (4-7)]/*u 
7j^M -1- ( ri. 2. 41 M17VP U. 3-bl h!WJ>-6- 

±M - l H-bTv Znik 

4- (2 - t -rh^ri/fc/M?— ^75 -/ t?'J v^-4 ->f>U) -3- (4- 
7 7*^/10 -1- ( [1, 2, 4] hVTVo [4, 3-b] tf'J^y 
>-6--T;v) - l H-e^v^woftfciJ mMW 14-1) ^hfitzA 
- 12- [ (t-7f^y*^f-;v) xf;v75 7] tf'j v>- 4 ->f ;v| - 
3- (4-7WD7x^) -1- ( [1, 2, 4] hViyn [4, 3~b 
] ev PV-S- 6 ->f ;V) - 1 H-H°^ x /-^6 5 9 mg (1. 3 2mmol) 
^fflv^fdt&ii, HIM8-2) ITOKJ&S S-tfrT^fEtfMt^ 4 13mgH 
-v?*fe5&5fcfc Lt#fc, 0RSp7 8%) 
R f § : 0.45 (^nn*w : ^ ^y-^=9 : l) 0 

•?A7.s<?h)V (CI, m/z) 1401 (M++1) 0 

lH-NMR^^^ Y)V (DMS0-d6, <*ppm) : 1. 10(t, J=7. 1Hz, 3H) , 3.20(dq, Jl=7. 
1Hz, J2=5. 5Hz, 2H) , 6. 39 (s, 1H) , 6. 44 (dd, Jl=5. 1Hz, J2=l. 5Hz, 1H) , 6. 50 (t, J=5. 5Hz 
, 1H) , 7. 27-7. 35 (m, 2H) , 7. 57-7. 64 (m, 2H) , 7. 96 (dd, Jl=5. 6Hz, J2=0. 5Hz, 1H) , 8. 11 ( 
d, J=9. 9Hz, 1H) , 8. 59 (dd, Jl=9. 9Hz, J2=0. 7Hz, 1H) , 8. 87 (s, 1H) , 9. 68 (d, J=0. 7Hz, 1H 

)o 

[0 16 8] 

^mm 1 5 
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3- (4-7^n7x^) -4- (2-^v^nb>7<y^'Js;>-4- 
£ik) -i- ( ri. 2. 41 p)77n U . 3-bl if jyy>-fi->fji/ 

) -lH-b'7'/-JV («jFffc*»#* 2-100) 

4- (2- t -f h^y*;V*^^75 y tf'j v>-4 ->f/l0 -1- (6- 

?uu\d y yyy- 3 ->f;v) -3- (4-7^n7x-^) -lH-tfyV 

-/UOftfclJ ££86008-1) -e#?>tLfc4- (2 - t -y f^ry*;l/*-^ 
75/tf'J^y-4-^;v) - 3- (4 - 7 ;v^-n-7^-;V) -1- ( [1, 2 

, 4] h'J77n [4, 3-b] \£V - 6 -4 fr) -lH-t'77-^8 

OOmg (1. 69mmol) 3 ?>ft^ ?-/l/Oft:b 3 •Mfc'f V7n 

t?/H. 7 2ml (16. 9mmol) Srffi^fdfcte, H»J 3 - 1 ) tl^fllfc 
EU&mtXA- 12- [ 'fyrn^l/T?;] \£V 

v>-4 — f/U} -3- (4-7;l/tH7i^) -1- ( [1, 2, 4] M> 
TVn [4, 3-b] tf 1 ; 6 --f ;v) - 1 H- If 9 vf-;WOffii»,i& 3 6 

2 m g 

. 5 m 1 4»> 9 0 TC-C 1 «pWJnHIMtff »C# L fc 0 

&J&**-T#u RS&&7K1 0 0ml fcffibllU (^nnsfr/UA : * * 

y-;v= 9 : 1 (V/V) ) 1 0 0 m 1 L^ D ttilrl^^tt b 'J -7 

£38*6* v 'J # yn/ii 7A^D7h^7^- (*§&?#££ ;^nn^A:^ 
/-^=3 0 : 1 (V/V) ) fcffrU Slftt>£^tfM^£^ffiML£o #<b 
tt^JffljgfiSry^f yynt?;^—r^2 0 m 1 X*m&-fZ> ZtlzX*), $RSBtf>ft 
^2 0. 0 m g «rtfc*fe»* fc LT#fco 7 %) 

Rftt: 0.48 (^nn*H : ^ ^y-;v=i9 : l) 0 

v**^ Wv (CI, m/z) 1415 (M++1) o 

^H-NMR^^^ MV (DMS0-d6, Sppm) : l.ll(d, J=6. 6Hz, 6H) , 3. 75-3. 99(m, 1 
H) , 6. 30-6. 49 (m, 3H) , 7. 32 (dd, Jl=8. 9Hz, J2=8. 9Hz, 2H) , 7. 61 (dd, Jl=8. 9Hz, J2=5. 6 
Hz, 2H) , 7. 95 (d, J=5. 1Hz, 1H) , 8. 12 (d, J=10. 0Hz, 1H) , 8. 59 (d, J=10. 0Hz, 1H) , 8. 87 (s 
,1H),9.68(s,1H)o 
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[0 16 9] 

^i&^lJ 1 6 

3- (4-7WP7i^) -1- ( n. 2. 41 f')77P Lib 3-b 
1 \£Wi?y-6-J )V) -4- 12- (2. 2. 2-h')7^nxf^) y 
^yb°ijy>-4-^;i/1 -ih-h'7'/-;v (W^frfrW*-^ 2 -10 1) 

16-1) 4- 12- r (t.-Tb*S/*frrf?^;M (2. 2. 2^±2]_yJk± 
uju^)V) y^yl Wyy-i-JM -3- (4 -7;vin7 j^ik) -l 
- ( n. 2. 41 frijyyp f4. 3-bl tfi;yy>-6->f;v) -ih- 

4- (2 - t -rh^ry*;l/**^75/ k?'JyV-4 — f;V) -1- (6- 

-3- (4-7;vtn7x^) -lH-tf^V 
-/KPftfci) H % Hife^8-1) "e?# h titz 4 - (2-t-7f^v*W-;i' 
y 5 / >*>-4->f )V) -3- (4-7;^n7x^) - l- ( [l, 2 
, 4] b'J7Vn [4, 3-b] \£*) Ws- 6 ->f ;v) - 1 H-fcf? V-^3 
OOmg (0. 64mmol) £fflv\ 3Vfo*?-)l'<Dttt>1)K2, 2, 2-b 
iJ7;Vtnxf;v>ij77-hO. 2 7ml (1. 9 1 mm o 1 ) &fl§v»fc'ftfeti 

5fc Lxmzo 8 2 %) 

R Hi 10.46 (Mfc^/lO o 

77^n)V (CI, m/z) : 455 (M++ 1 -B o c) o 
lH-NMR*^Ml/ (DMS0-d6, d ppm) : 1. 40 (s, 9H) , 4. 78 (q, J=9. 1Hz, 2H) , 7. 
28-7. 32 (m, 3H) , 7. 55-7. 59 (m, 3H) , 8. 13 (d, J=9. 8Hz, 1H) , 8. 40 (d, J=5. 9Hz, 1H) , 8. 60 
(dd, J 1=9. 8Hz, J2=l . 0Hz, 1H) , 9. 15 (s, 1H) , 9. 69 (s, 1H) 0 
[0 17 0] 

16-2) 3- (4 -7^tP7x^) -1- ( fl. 2. 41 hilX^ [ 
4. 3-bl fcf'jyj;>-6->f^ -4- T2- (2. 2. 2 - fc ij 7 jV± P 

j^±jk) y tfyy>-4->f jH -ih-^7-/-jv 

4- (2- t-rh*y»^^75/^'J'7>-4-'f)l/) -3- (4- 
7^n7x-^) -1- ( [l, 2, 4] H;rVn [4, 3-b] WW 
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> - 6 - ^ ;v) -lH-^y-^i)")^ H»J16-1) -Q%hfLtzA 

- |2- [ (t-yh^y*M*r:;i/) (2, 2, 2-h'J7Wnxf^) T 

e 'J y>-4->f ;v| -3- (4-7;vtn7x-;i/) -l- ( [1, 2 
, 4] HjTVn [4, 3-b] \£WJy-6-^ )V) -lH-tf77-;V2 
80mg (0. 5 1mmol) *m^?zm*. H«!l 8 - 2 ) fclWfcjRiSS* 
T«3BO<b^l 2 0mgH-^*aT#/:, 0R^5 2%) 
R f -fit I 0.49 (^nn^A : * ?/-;v= 9 : 1) o 
~?7.*s<?Y)V (CI, m/z) 1 455 (M++1) 0 

iH-NMR^^^h^ (DMS0-d6, 8 ppm) : 4. 15 (dq, Jl=9. 8Hz, J2=6. 8Hz, 2H) , 6. 
55-6. 70 (m, 2H) , 7. 16 (t , J=6. 8Hz, 1H) , 7. 25-7. 40 (m, 2H) , 7. 55-7. 63 (m, 2H) , 8. 02 (d, 
J=5. 9Hz, 1H) , 8. 12 (d, J=9. 5Hz, 1H) , 8. 59 (d, J=9. 5Hz, 1H) , 8. 93 (s, 1H) , 9. 68 (s, 1H) 

o 

[0 17 1] 

rnmm 1 7 

3- (A-y)V^rW7jL-)P) -4- (2-7)]/*uWVy-4-'( fr) -1 

- ( n. 2. 41 M)77n f4. 3-hl bf'jy^>-6->f^) - 1 H- 
^zVjuik (M^fc£^lH§- 2-82) 

17-1) 3-y^^-;vy^ 7- 1 - (4-7;vtP7x^ -2- (2-7 
jw?a-pg'j v>-4-^f;v) -2 --7°n^>- 1 -a-v 

1- (4-7Wn7i^) -2- (t?'Jv>-4 — f;V) x.^>-l-^- 
x&ftfcljfcl- (4-7Wn7x-jV) -2- (2-7;^nt?iJ v>-4 
->f;v) je. ? > - 1 - * > (WO0 0 6 3 2 0 4fM#i) 3. 80 g (16 
. 3mmol) *JIv»fcfl»±, *Ufe00 1 - 1 ) fc I^KKJ££^T^fBO<b^ 
4 . 4 6 g U#f;o (W 9 5 %) 

R f -fit : 0.55 (^nnw : w^k^f-fr : ^ * y -;v= 1 5 : 4 : 1) 0 

v**^l>;i/ (CI, m/z) 1289 (M++1) e 

1 H - NM R * b /l/ (DMS0-d6, $ ppm) : 2. 83 (s, 6H) , 6. 70 (s, 1H) , 6. 94-7. 05 ( 
m, 3H) , 7. 38 (s, 1H) , 7. 42-7. 48 (m, 2H) , 8. 10 (d, J=5. 1Hz, 1H) 0 
[0 17 2] 
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17-2) 3- (4-7^tn7x^) -4- (2--7;V^-n^i]^>-4- 
4Jk) -1H-W^ 

3 -^^f;VT^ 7- 1 - (4-7Wn7x^) -2- (t°i;v>-4- 
-f;v) - 2 -7°n^>- l -it><ofot> ^ \z%lfcffl 17-1) -e# h Kit 3 - v 

> 57-1- (4-7Wn7x-iV) -2- (2 -7;V;j-n fcfV i?^- 
4-^T;v) -2-7"n^>- l-t>4. 1 7 g (14. 5 mm o 1 ) &fl§v»fc 

U#f: 0 (IH$8 8%) 

R fit : 0.67 (^noWA : ^ */-;v=9 : l) o 

(CI, m/z) 1258 (M++1) 0 
lH-NMR^^^ Y)V (CDCI3, £ppm) : 6.82-6.91(m,lH),7.04-7.12(m,3H),7. 
40-7. 46 (m, 2H) , 7. 85 (s, 1H) , 8. 12 (d, J=5. 4Hz, 1H) , 10. 49 (s, 1H) o 
[0 17 3] 

17-3) 3- (4-7)l<*U7 x.-)l>) -4- ( 2 - 7fritu W- 4 - 
±M -1- ( ri. 2. 41 hJlXVLP T4. 3-bl frfi) ?»v>-6-^JV 
) - 1 H-b'vV-^ 

3- (4-7^n7x^) -4- (tf 1 ; 4 -lH-tf^V* 

-;K7>ft:b<9 K3 - (4-7iVtD7x^;l/) -4- {2-7)\s*U]dW>- 
A-J)V) - 1 H-tf^V-;U5 0. Omg (0. 1 9 mm o 1 ) £ffiv^-ffc{± 

> ^JS^J5 i[WI^^SS^-^T^lB<7)<k^%4 3. 2mg^eM*tU#/: 

0 mm 5 9%) 

Rfi: 0.43 (^Dn*w : : * */-;v= 15:4: 1) 0 

^^hA' (CI, m/z) : 376 (M++1) 0 

lH-NMRX^^ Y)V (DMSO-de, £ppm) : 7.42-7.34(m,4H),7.58-7.63(m,2H), 
8. 12 (d, J=10. 0Hz, 1H) , 8. 22 (d, J=5. 4Hz, 1H) , 8. 62 (d, Jl=10. 0Hz, J2=l. 0Hz, 1H) , 9. 2 
3 (s, 1H) , 9. 69 (d, J-l. 0Hz, 1H) 0 
[0 17 4] 

mmm 1 8 

3- (4-7^D7i^) -4- T2- (1 --7jL^-f-;i/T$ S) 
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-4-^;Vl - 1 - ( n . 2. 41 MITVP U. 3 - hi tf>)^>-6 

-^;v) -iH-e^vr-;i/ (^J^fc^#-^2 - 116) 

18-1) 3- (A-7)V*U7 3u=.)V) -4- L2_= (l~7xiW^ 

HWJ17-2) T-#<btL7t 3 - (4-7WD7x-;V) -4- (2-7;V 
*n^y v?>-4--f ;v) - 1 H-tf^ V-;H 0 Omg (0. 4 3mmol) 
Cl-7x^f;V7r/l. 5ml (1. 41 g. 11. 6mmol) Mil 

mo. i6mi*M, 1 5 ox:x*7mmimmi$Ltzo 

mffi&zm&mm (vx^x-t;v:ahv=i : 4 (V/V) ) 1 Oml 

"Cm&+2> £ £ i «J > SSBOft^ 8 5. 3 m g ^ o.fe»5|£ LTf# 

£o (JRsp6 1%) 

R f fit : 0.38 (^nn^;VA : : ^ ^y-;v= 15 : 4 : 1) 0 

(CI, m/z) : 359 (M++1) 0 
lH-NMR^^^>;V (DMS0-d6, $ ppm) *. 1 . 48 (d, J=6. 8Hz, 3H) , 4 . 66-4. 76 (m, 1 
H) , 5. 79 (d, J=6. 8Hz, 1H) , 6. 24 (s, 1H) , 6. 41 (dd, Jl=5. 1Hz, J2=l. 5Hz, 1H) , 7. 00-7. 06 
(m, 2H) , 7. 15-7. 28 (m, 5H) , 7. 41-7. 46 (m, 2H) , 7. 60 (s, 1H) , 7. 89 (d, J=5. 4Hz, 1H) , 12 
.89(brs,lH) 0 

18-2) 3- (4-7;l/tn7x^;v) -4- 12 - (l-7x^f;V7^ 
) ei)y>-4-^;H -1- ( n. 2. 41 MJT-/P U. 3-bl bfU 

3- (4-7^D7x-;v) -4- (tfU S»-4->f ;W -lH-^5 , 7 
-;i/<7)ft^'9^> HJfe^U 18-1) t?#e>*tfc3- (4-7;vtn7x-;i/) - 

4- [2- (l-7x^W^) tfU^>-4->f ;V] -lH-t??^ 
80. Omg (0. 22mmol) ^Iv^cfli, mMW 5 t RM*fcRJfc3*T 
*IBO<k^ 5 8. Omg fc«fc*B'fe»5fc ttftfc, (Jfcsp 55%)' 
Rff: 0.39 (?nn*;vA : ^?/-;v=9 : 1) 0 
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(CI, m/z) I 477 (M++1) 0 
iH-NMRX^^h;!/ (DMS0-d 6 , 8 ppm) : 1 . 40 (d, J=6. 8Hz, 3H) , 4. 90-4. 98 (m, 1 
H) , 6. 44-6. 46 (m, 2H) , 7. 04 (d, J=7. 8Hz, 1H) , 7. 14-7. 20 (m, 1H) , 7. 25-7. 33 (m, 6H) , 7. 
54-7. 60 (m, 2H) , 7. 91 (d, J=5. 9Hz, 1H) , 8. 10 (d, J=10. 0Hz, 1H) , 8. 58 (dd, Jl=10. 0Hz, J 
2=0. 7Hz, 1H) , 8. 83 (s, 1H) , 9. 68 (d, J=0. 7Hz, 1H) 0 
[0 17 51 

mmm 1 9 

3- (4-7 Hn7x-^) -4- (2-* L£yfcfjj -1 
- ( Tl. 2. 41 MJTVn f4. 3 -hi gi) yyv- 6 /!/) - 1 H- 
ggjA^jk (#!l^fb£-t/#^- 2-86) 

19-1) 3- (4-7;l/tn7x^jv) -4- (2 h ^'>g'J Vy- 4 - 
dlik) - 1 H^zJdjgJ/rJk 

*iWl7-2) T#f>ttfc3- (4-7Wn7x^) -4- (2-7^ 
*U\£Vi?>-4-4)V) - 1 H-h°7V-;U 0 Omg (1. 1 6 mm o 1) 
<£M 1 5mlMt:, t h 'J ^ A > h^->K^3 0 Omg (5. 5 5 

mmo 1) iUax., 1 6 0 4 B#KSn^#tfc 0 

ll£i«L/;„ #^f;»y'J^;^7A^DY^^77 

-r- (*fffi?£$£ ; ^no^A : Mf*^^ : ;*^y-;v= 15:4:1 (y/ 

V/V) ) KffrU BWW**trH#**E»«Lfco #&ftfcffi*Nlfcift'£» 
IKt^'.^yyata-r^io:! (V/V) ) 2 2mlW 
f SitCi *K ^fB^b^2 2 6mg*fife»*t LxntZo 0R5£ 7 2% 
) 

Rff: 0.26 (^nn*;l/A : fj=^o^;v : ^ -;v= 1 5 : 4 : 1) 0 
77Wf;MCI, m/z) :270 (M++l) o 

(DMSO-de, <* ppm) : 3. 81 (s, 3H) , 6. 65 (dd, Jl-1. 5Hz, J2=0. 7Hz, 1H) , 6. 83 (dd, Jl-5 
. 4Hz, J2=l. 5Hz, 1H) , 7. 27 (t, J«8. 1Hz, 2H) , 7. 42-7. 48 (m, 2H) , 8. 04 (dd, Jl=5. 4Hz, J2 
=0. 7Hz, 1H) , 8. 10 (brs, 1H) , 13. 32 (brs, 1H) „ 
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[0 17 6] 

19-2) 3- (4-7j|/tn7x^;v) -4- (2 fc t? 1 ) Vy- 4 - 
dUk) -l- ( LL 2. 4 1 bJix^P T4. 3-hl Mwyy-fi-yQv 
) - 1 H-if7'/-;i/ 

3- (4-7Wn7x-;v) -4- (tf; i?>- 4 ->f ;v) -lH-tf^V 
-/I'Offrb*)^ 19—1) -Tt#£>*l£3- (4-7Wn7x-jv) - 

4- (2-^f^rye'Jy>-4-<;v) — 1 H — fc: 7 V — ;H 2 Omg (0. 
4 5 mm o 1 ) ZM^tzimi, HM#d 5 t nUKK^^XUt^it^ 9 0 . 
Omg^W^i: LtH/;, (l|»5 2%) 
Rfi: 0.31 (^nn^A : @f^r.^;i/ : ;^- } v= 15 : 4 : l) 0 
vXX^y* Ml/ (CI, m/z) :388 (M++1) 0 

lH-NMRX^^ MP (CDCI3, £ppm) : 3.85(s,3H),6.80(s, lH),6.96(dd,Jl=5 
. 4Hz, J2=l. 5Hz, 1H) , 7. 29-7. 37 (m, 2H) , 7. 55-7. 61 (m, 2H) , 8. 14-8. 16 (m, 2H) , 8. 60 (d 
, J=10. 0Hz, 1H) , 9. 09 (s, 1H) , 9. 68 (s, 1H) 0 
[0 17 7] 

&xm 1 p 3 8 ma p vKttt&mmm^m. 

(1) S14MP 3 8M A P*i--l£<DmM 

^itffflU:P3 8MAP^t-^ (Strategene ; Catalog#206145) it 
7fffi&mx~$>Z>tztb, S KK/MKK 6 (Upstate biotechnology; Catalog#14- 
225) Zm^xm^mmZfi o£ 0 P3 8MAP^t-Hf4 0 fx g (l/;g/ 
ml) MSKK/MKK6 5units ( 1 0 u n i t s / 2 5 ft g) & 
^tflOO^LISI (2 5mM Tris-HCl pH7. 5, 5mM b 
- g 1 y c e r o 1 p h o s p h a t e , 2mM DTT, 0. ImM Na3 
VO3, lOmM MgCl 2 , ImM ATP) ^IIU 3 0t, 3 
7&L£ 0 £OHSt$£ Stock Buffer (5 OmM Tris-HCl 
pH7. 5, 0. ImM EGTA, 0. 2 mM Orthovanaada 
t e , 0 . 1 % 2 -ME, 1 0 % glycerol, 0 . 0 3 % Br i j 
-35, 0. 5/*M Microcyst in) KT5-1 OffctCiifrffiU 3M& 

®m (-8 or) Lfco 
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[0 17 8] 

( 2 ) P 3 8 MA P IflStt^IS 

±WeP»UfeflHtaP 3 8MAP^rt-€feJ:y f iI(f^ilE2 5 0 mM 
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